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Abstract of JP2004300147 

<P>PROBLEM TO BE SOLVED: To provide a 
new pharmaceutical having RFRP receptor 
function regulating action. <P>SOLUTION: An 
RFRP receptor function regulating agent 
contains a compound expressed by formula (I) 
(ring A and ring B are each an aromatic ring 
which may be substituted; R<SP>1</SP> 
R<SP>2</SP>and R<SP>3</SP>are each H, 
a hydrocarbon residue which may be 
substituted, a heterocyclic ring which may be 
substituted or acyl; X is C or N; W is C or N; Y 
is S, N, NH, O, CH, CH=CH, N=CH or CH=N; 
and n is an integer of 1 to 3), its salt or its 
prodrug. <P>COPYRIGHT: (C) 
2005.JPO&NCIPI 
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{kfrmmitzim»ztix^xLX\^mmmt:. r 1 *&£tsri 5&zti?tumwL 
mmtix^xi>±^$nk*mm. w^$tix^xi>x^^mitMT^vmi 

»*fctt*0« (fcrtfU 8- (2, 6-y7WD<yy» -5, 8-ytKD-2 
- (4 -y h^fy7i-;W -3- (N-^f^-N-<yy/P75y^f/H -5-^ 

*y>f$^y[i, 2 - a) e y ^yy- 6 -^;^:ygxf ^xxf /k 2- u-r-fe 

h^fy7x-^) -8- (2, 6-y7WD^yy/H -5, 8-ytHo-3- (N 

-y^/p-N-^x/ursyy?^) -5-**y4 5*V(i . 2-a)ey^yy- 

6-#^tKv®P:?vUXX7-/K 8- (2, 6-y7Wn^^y;P) -5, 8-ybH 
0-2- (4-hKD^y7x-/W -3- ( N — y ^-/U— N — x/PT a y > +)V ) 
-5-**v-f 5*V(1 . 2-a)t'J $yy-6-W:ygxf;l/X^f/k 8- ( 



R 
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[0035] 
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2- 7/^0^^) -5, 8-xbKn-2- (4-^h^fy7x-;H -3- (N 

6-^;U#yKx^;Px^x/P, 8- (2-7Wn^y;H -5, 8-ytKn-2 
- (4-y h^y7x-/M -3- (N-*^P-N-(2- (2-ey^/P) xf-/HT 
$y*f7U) -5-**V^ 3*Y(1, 2 - ajey S 6 - *;P*XRxf ;PX^ 

(23) aD^Mifcli^^lBft^^-tf^Ti&iE (14) ifcttJJE (22) 

(24) Ri 3^JB»SiiTV^TfcJ:V^flrfcSS«. JBftSftT^Tti^C! _ 6 T;l^ 
3*^*43t«B*$<iTV^Tt>J:V^r5/aT*)*±E (22) Ktt*>rt:#». 

(25) R 1 4 3&«B»S/iTV^Tfc iV^yS/VPaTfc&iE (22) KttfXfc^tt. 

(26) ( i ) 3 - (N-<yy^-N-Xf;I/7$y^f;l/) -7- (2-^h*v"< 
yy» -2- (4-^Wy7x-/P) -4-**V-4, 7-yth'Ofxy [2, 

3- b] e y > - 5 - ^/i/^ySxf ^xxf /i/ 

(3- [ (N-- *V$^-N-X*;P) rS^f-AO -4, 7->?hHn-7- (2- 
^h^r^y^) -2- (4-^Ky7xX^) -4-«Vfxy [2, 3-b] 

try yy- 5 - */P#yixf wxt ;i/> v 

(ii) 3-K>i?)\s**z/X^)V-l- (2-Xh*i"<yzsJl<) -2- 14-Xb*tzs 
7x-/H -4-**V-4 , 7-ybh'nfxy [2. 3-b] 
ylxf;l/XXf/l/ 

(3-^>i;)V**i<>*+)V-4> 7-ytHD-7-(2-^ Ky<yy» -2- 
(4-^Hy7x^) -4-^Vfxy [2. 3-b] tTU 5 
xf;l/XXf^) s 

(iii) 3- (N-^yy>-N-^f;l/r$y^f/H -5- (4-7/M-Q^vyW 
;P) -7- (2-^;u^n<y^;P) -2- (4-^Ky7x-/i^) fx; [2, 3- 
b] trtJ^V-4 (7H) 

(3- [ (N-^yy>-N->f;M T57^^] -4, 7-ytKn-5- (4- 
7Wn^y/>f;H - 7- ( -2- (4^h^y7x-;H 
-4-^Vf-xy [2, 3-b] \£V*fy) , 

(iv) 3- (N-^x>-N-^Wi/^f/H -7- (2-7WD^yVK 
-2- (4-^h^y7x-/W -4-^V-N- (3-7x-/^nt;V) -4, 7 
-ytHDfxy [2, 3-b] £y^y-5-#/MWMf$F 

(3- [ (N-O-S^-N-^f-zW T$y^^/U] -4, 7-ytHD-7- (2- 
7)VitW<yi'9V) - 2- (4^b^y7xX/W -N- (3-7x^ro^l/) - 

4- ^Vfxy [2, 3-b] eU^-5-#^#*-9"SH) . 

(v) 3- ( N -K>>is)V- N— >f-;UT $ y * f-AO - 7- (4-7/^U^V^) 
-2- (4-^h^y7x-W -4-^V-4, 7-yth'Dfxy [2, 3-b] 
try yy- s-^^fyKxf/px^ 

(3- [ (N-\yy>-N-^f;H T^y>^~;U] -4, 7-yth'n-7- (4- 
7Wa^y/H -2- (4-y h^y7x-;W -4-^Vfxy [2, 3-b] 

e'j y>- 5 - ^/^yixf ;i/x^f . 

(vi) 3- (N-^y^-N->f;ur$y^^;P) -7- (3-7)V*w<.yi/>v) 

-2- (4-yh^fy7x^) -4-^y-4. 7-ytFnfxy [2, 3-b] 
try ^y- 5-^;«yBxfypxxf^ 

(3- [ (N-Oy^-N-yf/^) T^yyf /U] -4, 7-ytFo-7- (3- 
7WQ^yy/K -2- (4-^h^y7x-/H -4-«VfX/ [2, 3-b] 

t'jyy-5 -*MvBP:f;Px^f;i') . 

(vii) [4- [3- ( N -Ky ^/U- N - * +)V7 $J**)l>) -7- (2. 6-y7 
jVJtn^y&V) U;P-4-**y-4, 7-yhHofxy [2, 3- 
b] try 5^-2 -4 AO 7i^y] Btt**/U 



(16) 
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(3- [ (N-Kyi/Hr-N-ffrU) T$J*^)V] -4, 7 -S/b Kn-7- (2, 
6-^77M-o<y^) -5->fy:/-?~!j;P-2- (4-*h*i^/P;tf-/U>b*^ 
7x-/H [2, 3-b] tT'JxV) . 

(viii) 2- [4- [3- ( N-<y^/P-N-^/U7$ J -7- (2, 6- 
^7;^o<^^;U) -5-^y/f'j;P-4-^y-4, 7-yhHofxy [2. 
3-b] eU^y-2-^;!/] 7x/^y] $ K 

(2- (4-ryiW^Mh^y7i-;H -3- [ ( N -^yV)V- N -y 
)T^y^^;P]-4, 7-yhKn-7- (2, 6 - ^/I^u^^/U) - 5 -A V 

^f-u^-4-^^y^xy [2, 3-b] tru^y) . 

(ix) 3- (3, 4-y'tHo-lH->fy^/^-2-'f;Mf/l/) -7- (2->* 
h^r^y^/U) -2- (4-^h^fy7x-/W -4-**y-4, 7-ytFnfX 
-/ C2, 3-b] e'jyy-5-^;^ylxf;uxf/k 

(x) 3- (N-0^;U-N->^T$y^^;U) -7- (2-^b^^y^) 
-2- (4-^b*y7x-;W -4-^y-4, 7-ytHofxy [2, 3-b] 

(3- [ (N-O^-N-^^U) 7^y^f;l/] -7- (2-^h^^O-^) 
-2- (4-^ h*x7x— /10 -4-**V-4 . 7-ybb'Dfxy [2, 3-b] 

(xi) N- [4-[3- (N-<y^-N-^^;UT 5 y^^) -7- (2, 6-^* 
7/^00-^) -2- (4-^Ki/7xX/K -5- {2-*^)V7vnj4)V) 
-4-^V-4 , 7-ytKDfxy [2, 3-b] f'Jy>-2M;W] 7xX/P 
] -3--X h*>'-2-\*f7PrnAC>'75 H 

(N- [4- (3- [ (N-O^-N-^^P) ray^f"^] -7- (2, 6-^' 
7WD^yy;K -2- ( 4-^ h^y7x-;l/) -4-^y-4, 7-ytKnf 
xy [2. 3-b] try S^V- 2-4/10 7i-;H -3-* h^^-2-^^rn^' 

(27)_bE(14). (18). (20). ( 2 2 ) ifcti ( 2 6 ) ffift^fc^or 

(2 8) Jig (14). (18). (20). (2 2) Sfcli (26) EHOft^ftifc 

(29 ) RFRPBB»TO4fcJ±RFRP36Wr6^^l» ■ *6^JT*£>&JtJS ( 2 
8) Ett^oiSX. 
(30) «?Uftfeic^LT. * 
[0036] 
[fl29] 



SifcttT^/ua*. ntel£V>L3?>^££. XttCifcJiNS:. Wi±C ifcttNfc. 
Y«S. N. NH. 0. CH. CH = CH. N = CH4fe«CH = N*5rT. D 

FRPftSflcOlMBWE&tt. ftiV 
(31) R F R P £$ft«f£f)lflffl] £ Wm hfz&bco& 




(I ) 



[0037] 



< t 
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[0038] 
[{fc30] 



o 




( I ) 



[0039] 



mZtzliTisJUg*. n(il^V^L3^^Sr. XteC ifcliN Sr. Wii:C ifcttNfc . 
Y«S. N. NH S O. CH, CH = CH. N = C HttlliC H = N£5*-$\ D "CS&il 

[0040] 

fiaw^at/iBRH^feaifii* i ttd±2m. i l 4 m^t^m^^ 5 tc 
< i ) MnyyiHp. 

(ii) -hoi, 

(iii) i^rys. 

j _ 6 T/Un^S. hFo4r^aT1BISilTV^Tfc«tV^C 1 - 6 T/Wn^f^S. ij)V 
-/WiT1B«SiiTV^TtJ:v^C 1 - 6 T/Un^f^S. Cj - 6 T/Ua^-C, - 6 T 

ivtv>Tfc Ji^x^-Cj - 6 Trt^/PS, ^NnyyitSfLTv^Ttiv^x-yP- 
c 2 - 6 T)Vr-)vm. j\u?yit$tLX^xi>£^yxs*i'&. eu^**^*, 
c 3 _ 10 >-?n7;P*/PS. C 3 _ , 0 y?n7/W-c, _ 6 T)Va*ism, C 3 
_ i o y^D7;^-C, - 6 TfV^Mt. /Nayy^flT^TtiV^Cj _ 6 r;i^ 
^oyyftS^iTV^Ttiv^Cj - 6 TVl^-H*. ad^ Wt3*lTl>T t J: 

^yy/^^ryl (vno^VSHP. ^^v'/l^fe il^C t - 6 TVHJ**--;*^ 
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7X-/W-C! _ 6 tvi^/i^ tyy/w-Cj _ 6 T/Mr/i^ j\uyyfc 

. r^yxw-;^ ^y-ifcli^-Cj _ 6 r^/prsyx^*-/^ (Kt/^ 

;i^r 5 y . c 6 _ ! o r y —)V*)i>*—)VT ^ y . o-^vm^ s^/utf-^r ^ y . j\ 

. ^y-ifeti^-C! _ 6 T;Wr;P*;w<*-f;UT5y». ^y-tfctex-Cj _ 6 

TaHHSiiTv^TiJ:^) , ty-ifcttsz-Cj - 6 TA^y^rsys (kt^* 
y>f/P»±^NoyyjH^, hKn^ryS, C x _ 6 r;^3*^STiams<xTv>Tt> i 
) > 7x-^r$y, \y^7i/, Cj _ 6 t/^/p (c 7 _ 1 6 r^/Mf/P) r $ 
ys. Ci _ 6 T)\>i3J4)V (c 7 - ! 6 77/^/p) r$y£. 4^v^L6satKr$ 

yS. 4JSr^U6B8l«TSy-A^*^yl«, 4sS:^L6H»KT5y-*/P*^- 
4*^U6HWKTSy-*;^^-T5y*. 4&^L6S5l#7$y- 

x/i^-n^ 43ri*L6WHttr$y-c 1 _ 6 r/^;i^. c t _ 6 r^s (mo 

Jifc'VroBFFl 3r^L3«£<Kir< t fc l«*tf 5«r^L 1 OMgfg^S (gt£SSf£ 
s^Iftfiifc^xoffiFF l^v^L3«Sr^=Sr<fct> lflHttfSfc^Ll 0H«*St-#^ 
ys. Cj . 6 t/ph^w $ys, ry-;p». ^ny^flssitrv^Tt iv^iMtti 

r/Mf/P** c 3M0 wxrrA^Mk. c 2 _ j 8 t/i^-/us. c 3 _ , 0 is?u 
T)V*r—)\>2k^ c 2 _ 8 7/i^-;pa£. c 7 _ t 6 r^/i^f/i^. c 6 _ , 4 ry-Ji-S 
. h'7x -turn* fcti b y ( JtSlSfiT i vt fc J: t ) . 
(v) jWa6B»frfej8tfit*««T1WSftT^TfcJ:v^ ggmCFK attWi 
VHSRK^ Stf iut^r nff l*v>U3«Sr^<i:t>l ffl* tr 5 * t * L 1 6 S 

(vi) 

(a) ±EcOB»S<iT^Tt«J:v^ft*#S. 

( b ) R A CO-. RA OCO-. RA S0 2 RA SO-ifcliRA OPO (OR 
b ) - (RAJ* (aa) tK^H^. (bb) JJB^S»SnT^TtJ:V^*-rbic^4fc 
li (cc) ±C«0!l»S<lTV^TfcJ:V^«aHHEt^L. RB « (aa)*W«fcll 

(bb) imaw&ztix^Thi^mitfc&mzTrci') vmzti&m mr. 
) . 

(c)S-COORC (Rc ( ± ( a a) *JMFF % ( b b ) ±ie^»^$ilTV^T t J: 
V^«ft*as»4fe« (c c ) ±Etf>««SitTV^Tt J:v>WIW»Str) T«8<1*« 
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(d) 

(aa) ±E«OJBJl§ilTVveiJ:V^fcfc*S. 

(bb) ±ieor^s, 

( c c ) JbiaoxxfvMt£itTv^i<Ux#;l/;i<*:^S, 

(dd) C, _ 6 T>V*)V&ti£lfC { , _ , 4 rv-)\<mfrL>mftiz>m$mi~~2 

(ee) ±£Zcr>T&ZixX^Xl>J;^®mm£i 
»t>%&m*t>&tttl&S&&CEt&2tiX^X t>£\,rtJW<*4 )V& (KIT. S&S 

( e ) JJEtOS&S *tt v*T fc J: V ^g3R8?S 

wet Jut Fo*v-g) , 
(vii) 

( a ) ±B<?>&.mtix v vc fc j v %0j-ft*:5g«. 

(b) ±Mi<OT : ^m. 

(c ) iieoxx-f/Ht^itTV^tiV^/^^^S. 
(d) ±l£coil^$fLTv^Ti>J:v^;^N'^-f;Pa, fcitf 
(e ) JJE*«»SiiTVvCfcJ:v\ilSiatt 

(viii) 

(a) JJB<OWj*SjlTV*Ti<k^bFo*i'S. 

(b) JbE*>B*3irOvcfcj:vvr5>>S. 

(c ) JJEOiI&$iiTV>TfcJ:v^bk*£. tiXlf 
( d ) ±lEOg«i$*iT wr t> J v vjg^lifiS 

) . 

(ix) 

(a) ±!e£7>g$£fxTVvci>J:v>t Ho^->i. 

(b> ±e**j*3*i.Tvvtfcj:v*T5>'S. 

( d ) ±Mia>Wm2tiX ^X t> J: c^f^gS 
(x) 

( a ) ISZcommZtlX ^X i> X ^K-fbKSS, 

( c ) ±ISc7)XXTML;£;h--Ovt t iv i'/l'g, 

(d) Ue^E&SiiT^vckiv^WN'^/Ug. fcilX 

(e ) JbE^>WHt5*iTv^tivv|BiaBI 
frk%hm&bMlfir&B&&X-&&iZtLX^Xi>£^T$sm (OT, fi&$*rCV>T 

(xi) ±ie^T^/PS, 

(xii) ±ie^)S^$ixTv>Tti^^/WN' ; e^;^. 

(xiii) iieoxXTMb^ilTV^TtiV^/l'^v;^, fc-fctf 

(xiv) Cj _ 3 r^i^v^^^s*^^^!?^ 

( i ) 

(ii) ±B«Wl«<vri^t i^KflyWR*. 

( i i i ) JJWMHISivCV >T t> J: v - * fc« 

(iv) ±ie^r^;PST\ 
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[0041] 
[<L31] 




[0042] 



O 




R 



(R5{i 
( i ) ^StK^ 

(ii) -tJecoE&Sft-OvCki^t Kn^f^S, 

(iii) ±JB^a»$itTv>Tt> iv^rsy*. 

(iv) JifecoJS^SiiT^-Ct.iv^^bK^ag, ifcii 

r 6 a 

( i ) **BFP. 

(ii) ±.sz<r>8m2hx^xi>£^Btfc*mm. ttzit 

R 7 te 

( i ) **J1^. 

( i i ) JJBOil&S *Vt V>T i><* ODS-fbfcfgg . 

(iii) ±ie^{^SixT^TtJ:^«^S. 

(iv) JtJeoTx/PSS-^- ) T*3;h.*«fc**;fc, 
n#l&V'>L.3<Dg&T\ 

X#C£/£fiNT\ 

Y#S. N, NH, CK CH. CH=CH. N = CH2tt±CH = NT'J>.g>±fe ( 1 ) R 
(33) 8SB i ^ffl^SAPd^Stf^&S^^-C-SmSixT^T t iV^V-fe'^T. 
«fc^t Va^ismtiXV-S (O) mRi o (ri o (iJtJEOffi8§#V?; V%T t J^lfcfl; 

R5 • #C 4 _ i 5 T>V*)\&£1z\±C 3 _ , o ^nT/l^/l^T', 
R6 » *>* 

( i ) ±fe^a^$*T.T^Tt>i^Kfl:*3?S, 

( i i ) iMzosmz tix \>^xi>x\> mmmmx\ 

R' » V 
( i ) ykSkWr?. 

(ii) ±ie^Jf^$ftTV^TtJ:v^*3RS, 

(iii) JJe^^SftTVvCiiv^fSsaiS, *fett 

(iv) ±Mi(r>T~»l&X\ 
R8 fcit/R" ^it-fit 
( i ) A&Mrf- , 

(ii) JJ50»S$ixT^TtJ:v^'fk*fgS. 

(iii) ±I£<Og&£;h.TVvctJ:v*&Slfgg. if^fj 

(iv) ±fBW^/P£T\ 

Rs fcj:yR9 ^sc^-grLT. &&mBmfrt>Mi£ti&m&mx'W&ztix^xi> i 



I 
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<34) sua* texxmB* tf*ti?tiwt®mA$tfrt>M\m& m&mv&mtix v ^x 

( i ) Tkrnw.?. 

( i i ) ifS^gglStiT v ^ (> J: vtfHfc***. 

(iii) ±Micom&2tLz^zt>£^mmmm. 4«i 
(iv> ±eot^;u*t. 

(ii) hKn*^*TB»S*ufcC 3 _ j 0 ^?D7W/Ult**lE ( 18) lEffi^O 

(35) ISB 1 AS*^Stfil*a^«T1i«S$*lT^T t> J: vv<>Hf >mx\ 
R8 fcitfR* ^-fii-pix 

( i ) *3SJK^ 

( i i ) ifE^S&SftT ^tt± 

(iii) JJEOWISitTV^Ttit^taHEi. ifcli 

(iv) ±Mlcr>Ti'>Vg£X\ 
Ri 2 # 

( i ) 

(ii) JJKflUftSflTVvci iWTVPS*^ 

(iii) jjaoa«s*iTv>T<>J:^T$ya, ifctt 

(iv) _tJE^B»SitT^T i iv^ft*3KIT**±E (20) GttOftL 

(36) 8SB1 ^S»SAP^4,Stfix^1TOSTS^SfLTV^Tt> Jv^y-t^STC. 

i^tKD^ryl, -S (O) mRi ° (Ri o ll±E^fl»S*LTV^T t>«kV^Kflrfc* 

i>£\,^y*£>mx\ 

Ri 3 # 

( i ) s 

(ii) ±E^«»S<iTV^Tt>J:v^hHn^^3l % 

(iii) jje^ajftSfLTv^Ttct^rsy*. 

(iv) JJE^0l»3*iTV^TfcJ:v^*ft**». ttzl± 
( v) ±SO{^§*lTV^T i>i WgS8SST\ 

( i ) *mm=F . 

(ii) JJEOWlSiiTV^Tfciv^Dtft***. 

(iii) ±Mi<7)W&ztLX^xi>£^mmmm. ttzit 

(iv) ±igc7)r^;^T\ 

BMrP 1 1 3 afc-SA/C v vc t J: ^ 5 &u L 1 6 H^H^S^fi*^ 

[00431 
[0044] 
[0045] 
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[0046] 

»fll414fcli2a. lSrV^L4fflK)^na[^*tf54^Ll4H 2H£ 

aWB^Ml*. JtB r 5«rOL14* (#4 L<li5*v*L 1 OP) ^fMfSj fc 
LT*i. f*7x^, 3MM^/-/K [b] f*7x^ 

[b] ^yx>f s^y— ;k <vy^ry-/K ^vx>r 

yf-TV-zk t7h [2, 3-b]t*7x^ tn-/K >f$^y-/K t^y-/u 
. try^>\ t^v. eus^ try*v>\ >f>-K-;K >fy>f^K-/K ih- 

* l Jis>. *s*v\)y* *ty'j^ yy/'jy, */p/<y-/k 0-#/i-#y>\ 7 

xtVb'J^ T9»W^ 7xt^X f7/-/K 7x/fry 
>\ -fV**1h/-/l\ ?51f>\ 7xy^xV^fc'^#KS3Rai N 4fctt.I*i6tf> 
IB <#4L<tt*«> #l*v*L«HH (»4 L<ttl 4fctt2ffl> ^#8! («L ^y 

y$»\ trys^y. e?s»\ try^v. ^T^ry-zk hyry-/k *ry- 

/k 4V+T x f-Ar* 4y*W/-**EjWBV*6*l*. 
[0047] 

[0048] 

SA, SIB. SAi fcil/fSBi ^TLTV^Tt iv^amSi:LT(i. M^if. Aof 

^if (ffliitf. 7 7t, sx. jts* 3^*&k*) . -bn^ ^ry*. m&ztix 

SfiTivtij^rsy*. risMt^ &mztix^xi>£^*>w^4 j^x^v 
as) fciramwf 

[0049] 

SKA. SIB. SRAi ^il^SBi jWrlTV^tt JttMGJ&Sk LT<0 r«»$ivOvc 
[0050] 

15 rr/I^r/USj kLTii. «;tJf<*-77k xf-/k rnt/k >f VTntT/k y^ 
„ -f yyf7k sec-y^;k tert-y^/k ^Vf-;k ^i^k 'sT^k :t?^ 
. yx/k r^/k ^Vrs^k hyr^/K fh7fy/k ^y^T^=Srifco rjgrgf 
ttifcttftttttac, ^ 3 5 r/^PSj £k\ #4L<«ic 1 _ 8 r^/m^fflv^ 
*u i0»4L<«4C 1 - 6 rsi^/KfePJSvi&*u L< tec j - 4 T/l^/P 

[0051] 

^-/k y^n^ ^/k >-:7n^;r^;k ^?u*7f-/k Tyvyf-A^k*^ rc 3 _ 
, o y;D7;^;«j fcirjWBv>£*u i0»4 L<teC 3 _ 8 y^DTM/^ffl 
S££#4L<ttc 5 _ 7 y^DT/K/Pi^fflir^ix^. 

[0052] 

K r T;^-;U*j fcLTUL 0Ufcfb*-;k ry/k >fV7D^-;k 3-^-/1^ 
. 3-*?T-/k 9-*??7Mrr.7U&k*tf) rc 2 . 18 T/l^-zl^j 
ix. ±9»4L<ttC 2 _ 6 T/^-^Stffflv^ii. $££faF4L<teC 2 - 4 T>V*r 



J 
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[0053] 

, o £k*#JfJ^£*U J:0#4L<ttC 3 - 8 ^?d7^^H 

jWHv*4>*u L< tec 5 _ 7 i/;nw-;»li^^. 

[0054] 

K r r;u*-;u»j tlxiz. mm. x^-;k l-rotr-zK roAVK/i-, i 
2-7>-/k l 2-'<>'?*-/k 3-^yf-W^ r 
C 2 _ 8 7/Mf-/Ugj J: 0#4 L<liC 2 - 6 T/l*-A*aWHv*fc 

[0055] 

ffliBf^VvVk 7x*f;k 3-7x-/k7"ot:/k 4 - 7 x -/l^f-;!* £\7)7 x - 

;l/-C i - 6 r;i/^;uSi>J:l/. mm ( 1 *fyk 2- ( 1 

xf-/k 2- (2— *-7f-/l0 xf-;Ufcif*W-7*/l'-C 1 - 6 7^*/Ug&k'#fflv^ 

[0056] 

HJ/k TVhUManthirl)*^^«HBK»«W. 2a«4fctt38l3W>C 6 _ t 4 T 
y-;w*. b'7x-/l^ ^;i*5rlfjWfli^*u #*L<te. 7x-;k -f7^5r 

[0057] 

IA, fgB s 8Ai feJ:tf»Bi ^LTV^Tti^SmSk LT<7> ra&Sivovc 

(i)-hng N (ii)bh'n*^g x **V«* (iii) v'TVS,. (iv)#/W\**-f/l/«, (v) 
s N-x?-/U#/k'*e>f/k N, N-v^/l^/k^^k N, N-yxfW/w^ 
»3;fiTtvct>J:v*) . *y-*fctty-C 2 _ 6 TW^-W^Mi (mm 

#/k^4/i^g. ^y-4fett>?-7x-;Prsy-*;w^4;pai. <vi)#/k-tf*£/7P 
(vii)Cj _ 6 r;P34f>—*^!K-/i* * h^a/PsK-zk x^y 

#/U#x/k rn^^/^^k >fyrD^y^;^-^i:') . (viii)*/!/** 
. (ix)AD^ff (mili. 7-yl «HR« 3*** if) . (x)AnyyfcSii 
T^Ttct^C! _ 6 T)VO*ism Xh^K rn^y, 4 V7* 

asK*^sS:if) . bHo^rxSTBKSiiTV^TtiV^C! - 6 T/kJ^S. #/ki<* 

STiBftS^lT^TfciV^C! _ 6 T/Pa*^ C t . 6 T/Pa^-Cj _ 6 7^3 
C 3 - 6 T/Pndr^-C! - 6 T/kJ^-C! - 6 T/Un^^S. (xi)7x/ 

*yS, 7xy*>—c 1 „ 6 r;p*;w*. 7x7^-0! _ 6 r/m^^S. Cj _ 

/l^/U-^/k^^/W**:^. (xii)/NoyyftS*lTv^TtJ:v^7xx/i^ % Any 
WkS*iT^Ti«fcv>7x-/i<-c 3 _ 6 T/Mf/i'S* zNoyy-fbSfiTwCfc ii^7x 
~/k-C 2 _ 6 7/k>--/i^ zNoyyfcSfiTvvttiv^x o- 
, ra-4fciip-;oD7x;*^ o-, m-i7t«ip-ro^7x/^^ 5 SriT) . tr 
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y>VM-^£. C 3 _ 1 o i/?uT)V*)Vm. C 3 _ 10 y^DT/W-Cj _ 6 T 
;U3^r^S. C 3 . 10 y^DTW-C! _ 6 (xiii)s\u<y>{t$tlT 
IvCkinCj - 6 T/Mr/US (ffllitf. **7K xfvk /nf/k Vrotf/K :/ 

^;Kcfc* ) . Jwy>{k2tix^xi>£^c 2 - 6 r/i^x/i^ mtn* b*x/K ry 
*f7^M\ x^-f^ n-roe/w, >fyrnt:^ s n- 

rf-^f^fcif) . tVv^isgXW&ZtiX^XLX^Ct - 6 T/Mr/l^ h Ho* 

ti&E&&T ; tti J ?tLE&ZtiX^X i> Jz^iyiS/Utt i^mttiltKy^/i^^m. (x 
vi)J\u?y{tZtLX^Xi>£^7x~frtt&. tTU^VI^**. 7x-W-Cj 

- 6 ta^u*. trysM^-c, _ 6 Tyi^yug. (xvii) wyyfcZtiX^X^ 

inC j _ 4 T/U^r^X/U^ 4 X/U2I ($l;Llf „ ff-)VX)Vy 4 x /K x^/l^/U7 4 - 
ypfcif) „ 7xx/px/k;7 *x/k^ 7x-;^/i/7^;l/-c 1 _ 6 T;^;US. (xvii 
i) ^uywb^ftTvvctJ^C! - 6 T;^;Px;^-7PS (ffliJf, .Xf-rt^/Psfcx 
;K x^;p;*;M;x % 7i-;UW-;H, 7x-y^;^^-c 1 _ 6 T 

/Mfyus. (xix)r^ys. rayxn^x/i^ ^y-ifcia^-Cj _ 6 t/p^t 
(Mi(f. y^/l/7*ayx;P*x/K xf/pr$yxW-/k N, N 

- >-'y ^)VT a y X/^*x/K N , N - >-'X^/UT 5 ; KT/l'*7l'Sti 
;\uyywf-. b Fo*>-£. _ 6 r;P3*^*55:t*T!Bft?<iTV^T t>«kv^) . (x 
x)Cj M0 Tistv-T^sm (ffljitf, c, _ 6 r/p#y>f/i'T$y («. *;ua^r 
ay. r-fe^/ur^y. h^/^nr-fef^r^y, rotr^x/i/ray. ^<n>f;u 
ray^o. o-v^/Kray. Ci - 6 r;^;ux;^x;pr a y (#L *?yx)U* 

x;PT$y. h'j7/^n^^y^-^7$/f) . C 6 _ t oT'J-^W^ 

ray (#L *<y*£yx)\s*—)VT a y . h^xy^-^rs/f) ; c, - , 0 t 

^A^^a/Mfx/PTS A ^NoywtSiiTV^TtinC! - 6 TA-n^xtfA-* 

x/pray. ajw^A/rsy** ^y-itzi± : J-c l _ 6 r/i^/i^/uA^A-r 
^s, (xxi)^y-^3tiix-c 1 _ 6 m^Tiys («^jf. y^ray. x 
f-A-ray. s^y^/i/ray. ^x^ray&fc* ; ur^MUi/\ay>igrf. tn 

u*^£. C a _ 6 T^3*>«0r^-CWlSfiTV^TfcivO „ ^y-ifcli^-C, 

- eT^y^iur^y^ (mm. ^;i^5;pr$y. r-fe^;pr$y=Srf ; ETAofry 

4 tU&Wwyym*. bHn^f^ d - 6 TAo*^^£TWtS*TOvct>i 

n) % 7xx;ur$y. os^ray. c, . 6 w/kc 7 _ t 6 r 
ays («. . 6 ta-^a- (o-^/P) r$y ) . c a _ 6 rw;>f;Kc 7 _ t 

6 77K/H 7^71 (flL Cj . 6 T)Vf]J4)V i^yiSjU) T^y) . (xxii)4& 

t>L 6 ps«r$y£ (Wiif. 1 -T-fe'f-^x/K i-t:ny^x;K tr^y^y.^e 

x;l^| (t^itf. l-r-fe>^x;^;Uifx;K 1 -troy yx;^;^x;K b^y^' 
y ^;^^x;p s y y ^;i^^x;p x ^^^E;^ y y #;u#x/k 1 - tr^^ ^'x;^ 
/Mfx/PSrif) , 4^rV^L6Hf»KTay-^;P#x;u-5r^^i£ (ffjitf. 1-tn'J 
^x;p^/^x;u>r^^^ tr^y^y^/P^x;^^^, 

f«;^'jy^;^-W^y, 1 -fcr^^^x^^x/u^^^) . 4=5rv^t 
6 M^«r ay- *)VX->v-t a y ^ (M^tf. 1 -enuy-/^#^7sy, 
b°^y i^y ^/u^x/pt a y . ^yp* y y ^;^x;pt a y . ^^r^/u^ y y^/^xyp 
ray. l-e^^^x/^y^xyuray^i; ) . 4^^L6gi«7^-^- 
/urn (mtif. i-eoij^x;^z/p % ^y^y^-zk ^yy^ 

x/K f^^yyxw-/k l-br^7^x;^x;^xy^if) x 4^rV^L6MS 

^ray-Cj _ 6 T/Mf/i^ (xxiii)yNoyyjH-? % ^/u^^/us^i^/C! _ 6 r 

;prj*^-;frrt,;tfx/i^>^^^ _ 6 T 
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<\±i^t2m) <kt*5%^Li om&mmm imta. 2- 4*1143 -^-x^k 2 

-itM3-yV)l>. 3-, 4-i^5-tf^^/U/K 2-, 4 5 -f-TVU 
;K 3-, 4-47^45-4 y*ryy/K 2-, 4-*fcli5-**1h/ p y/k 1. 2 
. 3-ifcttl. 2, 4-hUTVU;^. lH-^tli2H-fh7/ , J/k 2-, 3~ 

4fctt4-bry5;^ 2-, 4-£fct45-try 3-±fctt4-try^$fc^K 
*yy/K >fy*yy/K 4 ynyn^if ;W9BBBB4c 1 . 6 7;Wi4««fi 

^1&^L3» (#£L<t41&v*L28) £*J>£<fcklffi <»i L<(4 1 *v>L4« 
. Sfet#*U<tti*v^U2ffl) t05^v^i OlSSSS-*;^-;^ Witt. 
2-£tt43-^xx/p#;u#x;K 2-4^(43-7U;^;P^-/K 3-, 4-£fc 
U5-tf5 x /yjU#JP*:^ 2-, 4-*fcli5— f-Tyy/^*;l/#-;K 3-, 4- 

*fcii5->fyf-T % /y/P*;i^sK^;K 2-, 4-*fc«5-**^/y^xr^#^/K 
1, 2, 3-*fctil. 2, 4-hyrvy;i/*;w^-;K iH-4fe(i2H— rh^V 
y/u#/u*-/K 2-, 3-*fci±4-ey^*^sK^/K 2-. 4-4fc«5-ey 
$^Vu#/u#-;k 3-£*:l44-ey ^x/iofr;u*x;k *y y/i^/i'tfx/K 4y 
*y y /1^&/M*-/K >f y h y;k$/U#x;p&fc* ; KttXSIXtic t - 6 T/Mr/U*fl:i: 
TIlJftSilTV^TtiV^) . (xxvii)hFo*^ *yg. C t _ 6 T/^^fH $yg 
. ry-/P«(«itf. l-4fct±2-i-7f-/^if) . (xxviii)^\ayyibSixT^T 

xxix) (xxx) Ci-e 7VMr/U-^W («iJf. y^/l^l^f 

h\ xfvI^W Kfcif) (BIT. S&SBP) *#WB^4>fiS. m r j «4 

[0058] 

SlA, SB. SAi fcitf»Bi ^LTVvcfcJ^WafcLTtf) r«HS*rCwc 

MUFF, BBW^fcitflWH^^featfiife^nH^lir^Lsa W^l 
<ttl*v*L2«) Sr^i<kfcl« <#*L<«l*v>L4«. Sfcfcff* L<til* 

[0059] 

K r 5?#R}g®§gj kLTl4. Witf^y/K *xx/K t'u'J/k 'J A\ 

-< y**^/y;K tr/y^s -fy^ryy/K -fs^/y/K Myy/K 1,2,3 
-^■v-^ryy/K 1,2,4-^i^Tyy/K i,3,4-«tyr/^k7 7 
l^.s-^r^ryy^K 1,2,4-f-r^ryy/K 1,3,4-f-T^ry 
y;K i,2.3-hyryy;K i,2,4-byryy/K f>9 % /y/K eyx;K t 

y^'-/K tryS^-ZK tT^'x/K h 'J 7y-/W5 £fctt6Hc03f#ifee3K* 

^yH»j;k -fy^Hy/K iH— 'fv^yy/K ^yx>f *^yy;k 'O-y**-* 
yy;K 1.2-^yy^y^ifyy/K ^yf-ryy/K ^y/t7-/k 1,2- 
^>y>r yf-ryy/K iH-^yyhyryy/K *yy/K 4y*yy/K >-vyy 
x/k *^yyx/K *y*^y-/k 7^7^, -r^f-y^x/K ryx/K y-r 
y^-;p. */^<yy/K a-^#y-;K /s-^y-/k r-#^#y-/K r 

^y>?-;U, 7x/^fy-yk 7x/f7^/k 7xty-;k 7x/^tf^;P 
, f7yM/-;k 7xtb ! Jy-;k 7xthn'J-;k >fyHyy-;U. fnn ( 1 
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WfiS-jU. e5Vn Cl.5-aD 4 C 1 , 2-a} tTU 

x/k 4 C 1. 5-aD ty x/k -f 5*V C 1 . 2-tO ty^'x/k A S^V 
Cl.2-a} tfU SS*=.;k 1 . 2. 4- HJTVo C4 . 3-a ] ty y/k 1.2.4- 
h 'J 7/D C 4 . 3 - b ] try r^'x/k W C 1 . 2, 5] f-Ti^TV'J/K C 
1.2.5] ^=3f^vTV'J/l-^c08-l 6S (#£L<ti. 8-12S) <955#8a8£« 
<#*L<ti, 13KLfc5^fc«6H^#S6*atS«3Raail~2ffl (»£ L< 
lfl) *^>MrySll-~2<I (#2 L<«. lfl) fclttLfctHHKfciiltlELfc 

5 ^^<i6So^#is*ia^asss^isi-i7tJi^o^a3RS2--3<s (#* l< u 

[0060] 

s ^x?-/K toijy-;p (#£L<«. l-tn'Jy-;H % fh7tHn7'J/k 
e^yy=.;K»4U<Ji, l-t^yv'x/Pifcfc^-e^y^-x/k . 
f h5tKot7-/K t^sfcyxyk f-:**/W«yx/k t^7y-;l^<?)3- ( 
L<li5-~6H) W&SJ&SV^FI&fD (JffiKUJHH) c^l3?#&Jp££££3f3il 
S (BiffiKmS^tgmSS) , 2.3-^'hKo>fyK'J;K l, 3->-'t Kn-f y-f >- 

h yyp&o j: ? izmMitt^m^mwrn^m^im 1-2® l< a 1 <i) *^>*r 
i~2<i (»4L<tti.«) ^iJriSL-Jts^v^LeM^^mii^fii^s^^iai 

~2ffl (#£L<t2HI) fc«§^Lfc«fPSil«, *>l>l^il.2.3,4-x)-5fcFo* 
y 'J/k 1.2. 3,4-fh5bHD>( y^f-y 'J Jl*?*> J: 3 fcf^Lfc^S&mS&Sfc 

[0061] 

[0062] 

u. r imm£j wnLx^xi>£^w.m£tLx\i. mAtfutx^x^x^mmt 

[0063] 

ISA. HB. SI A 1 i>,tLFiSBi ^fOvtk Jrl^SJftSfc LTO rSMZttX^X 
tiv^TSygj s rE^$^ Tv ^Tt J^fcKa^Sj HXX/ r&mZtiX^Xl> i 
vi^-;HIj tLTti, Zti-?ti. WMZixX^Xi>i^8tte>itm&. Tisivm, xx 

&2ttX^Xt£^$mm%t'<?>W9i&ttLX^Xl>±^rT$.smj , rtHodf- 

[0064] 

Tti^gSSBSj (cfctf* r^^^j tUT(i. -f-ft-fii, ilAa*#LTVvtiJ:v> 
[0065] 

?tl, &&<mAtfHLX^Xi>£\,mWlMtLX<r) ^T^/l^j fcitf r^AftWtZ 



I 



1 
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[0066] 
[0067] 

^fttttcli:. IRA. gIB. «Ai fcitflRBi ^LT^Ttiv^SIRSkLTO r S 
fLTV^Tt<tV^*-;l«j fcLTfcL ( i ) ^nyyJS? AX 

. B^mm) s Moywtsiir^Ttxt^Ct - 6 TJi>a*>> (t^tf* h*^, xh 

hVy>U*u*h*i'* 2, 2, 2-h'j7WnxK^ HJ^oo^b*^ 

1&UL3S (»^L<lil^L2i) *'>%<ti> HI (1&tl<tel%^L4®. 
S^t;:#£L<l2l3:^L2ffl) -£tf5&v^Ll OgJI^glg (Wis 2-£*:t±3-^x 
-/K 2-£*te3-:7'J/K 3-, ^i^teS-e^/U/K 2-, 4-£*:te5- 
f-T*/y/K 3-, 4-*fcli5-4 Vf-TVy/K 2-, 4 - * fctt 5 - >J 
„ 1, 2, 2, 4-h , ;ry , J/K 1 H-4fcU2H— rb9 x /y;K 2 

3-*fcii4-eu^ 2-, 4-*fc«5-ty ss^/k 3-t^(i4-tr i ;^ 

VfvK My/^OCj _ 6 . (ii) T^/P (WitfCj - 6 T)Vi)J4 

M>7/U:*o> b*tis#fr#—fr* 2, 2, 2-h'J7Woxh^y*;^- 
/k h'J^DD>b^y*;^x;k 2, 2, 2 - h'J ^noxh^y^x;^) , 

- 6 ) T;Mr/U£. C 6 - 14 (ffiL 7xx;^i) £^ffig|«l--2fflT*S 

mtix^xhi.^*?w**:4 'A*8rtr> . an) mmmm mA^Lx^xhx^ 
) % (iv> /\ny>K=? mufy ym. mm. Mm. s^mm) . Anmsiit^ 

TtiV^Cj _ 6 T)Va**/ mUStY*^, XKK hU7^o^h^ 2, 
2, 2-fy7;WoxK^ MJ?on;*h*$<\ 2, 2, 2-h , j;ooxh+y 
• ) . >\x3y>fc*tlX^X%>iL^C x - 6 T/U^r^ f7k xf-/k h'J7/k 

;tn*f-/K 2, 2, 2-Mi7;^oxf;k h^nn^f;k 2, 2, 2-bU? 
nnxf/pf) ^BSI*Ta^SiiT^Tt>J:v^rU-;P£ (»A*«*LTVvri iv* 

&cr>mmttLX^Xi>£\i r rayij . rtHn^r£/Sj fcitf r 
*j fctr##4UmLTWfc*i4. N > N-i^H«TSyfc:*5*t5 2«oa 

tLT«i. Mitf l-7-fe:fy-/k l-tn'Jy'x/k tr^U^V. tWJ/, 
^*yy («WH : H±BMfcSft.TV^TfcJ:v^ . l-t^5 5/*-^J:V4{ftfc:«HT 

^^f^C! _ 6 T/P^rVWS) , T77U^;U Ox/U. 7x*f;WC 
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[0068] 

S!A. SB. lAi fcJtfKIBi 36«*LTV^TfcJ:^»ft»k LT<D r{B!U^7-f- 
/tX**? . K r IBJi3*iT wet efc^J£fk*#£j fcfeftfc r^^^j t LTtt. 

TV^TtiV^SkLTtt, «i-F*u aiA^LTV^Tti^B^Sk LTO rg^t 

^-^s. c 6 _ , o ru-/pas. r^/Mi, rays. <«A*qrLTvvcfc 

j Cfclt&B&Si LTte. SA^LTV^Ttctt^aMSkLTO r S&£*LTWCi 
[00693 

ISA. IgB. «Ai fcitflBBi *«*LTV^Tfciv^«ft»i: LTO rr^/l^j fc L 
TUL WitfR* COOH^if^^yK, «£tfR A S0 3 H%t'cr>AJ)s*ym. « 
*_tfR A S0 2 H3rt*<9;OP7>r ifctt. «£tfRA OPO (ORB ) OH3r£V) 

hOHm£m*XnbitZTzst\&&M^t>tL. MmUZliR* CO. R A OCO. RA 
S0 2 . RA SO. RA OPO (ORB ) (i£*COMi^l±mmtmmmi:7ji*?) Kk'tfm 

[0070] 

RA (fcitfRB ) x^tih rW&ZtlX^Xi>£^9t1k&mmj fcfctt* r^bfc 
[0071] 

/K AV'J/k -f V'O'y/K ^N'n>f;U. ^^y>f/U. ^^o^y^;P^;K 

a CO^^iOSiLK 
[0072] 
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ter t-yh^^/l/^-/^if^W^n. tert-^h^y 
^Wz;^i:'OR A *W (C a _ 6 ) T/l^/UgT*J>£R A OCO41f*«i0#* L 

[0073] 

igA. sib. HA* ^itnsBi a&qrLT^rtiv^BseskUT^ r s$£ii-ovt 

[0074] 

v**;krflE4/U*j (»4L<tt. ;M^*e4/K N-^/l^/l//^ ;K N.N-y 
x+)Vij)W^<i /k 7x^^^>f;^ffig (c t - 6 ) r/i^/ug. c 6 _ , 

Tt>J:^*^/>f;l^Sj ) . HtrlS r{BB5*iT^TfcJ:^tKn^^*j ^ 

LXlt. mUZl-Tttit-frJjfoX-fr. l-tfoyy^tf/Wf-JK tr^u^v 
#,M<-/K ^'jy*;^-;k M^yy*^*-^ (KHH^liBMtSiiT 
wtfci^) . 1 - e^^y-;W;^-;^J:i;4fil:fiaT;K^ -X*/K x 
rot'/K 4 yrntVK tert-:/^;K ^y/^Cj _ 

7y;H (fflk */U5/K T-fef7K 'O'VX/K ^h*^/!'*— /K O'^/M-**' 

[0075] 

S8A. 8SB. SgAi tottm** ^tLTV^Ttiv^ShLTO rxx-r/MLStt 
Tv^T*>iv^;^-K*^;Wlj hLTte. S-coorc (rc iifrmm=?it:ltS&Z 

[0076] 

ri«S<tTV^Tt>J:V^IS»iatj fcfett* r 1S#liSj fcLTte. -fil-Pix. «A#* 

. zti^ti. mA^Lx^xi>x^mmmtixco rw&i*tLX^xi>£^8Mk*mm 

[0077] 

7o^y^;^-;k >fvrn^^;^-;u, 7h*i'*)VX—)V, >(V7 
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[0078] 

■»8#iT^Tfc J:v«ft*saij fcftJt* rjjHkic*«j a^LTVvcfc «fcv«gttfc 
LTa|«ffc» (HRiBff) ^R»«4rifymiMrav^h«. 
[0079] 

[0080] 

- i o TV-A>-C X - 6 T/l/3+^-^;U^-;^if) W#£L\\ 
[0081] 

feitS r &^£j fcH^fcofck'tfffiv^fu Witf. ey^Vk ^/'J/K >f^Hy 
/k f<y>?-/k 7 t h9tKntT9-yMf3Wff*L<fflv^*i*. 
[0082] 

[0083] 

SBA N SB. fllAi fc±t*SIBi i^LTV^rfciv^asaii: LT<0 rc, _ 3 T/P* 
[0084] 

aAfciitfHAi aWLT^Ttiv^mHIkLTtt. fllitf. (i) C 3 ., 

QJ!FF1*^L3« <#*L<ttl*v*L2») S:^<kt lffl (ffiKlil^L 
44L Sfete#4L<ttl*V^L2fl) ^5*v*Ll OMBHtt <«L 

<#L *h*5/. ro^y, ^yrn^yi^c, ^ 6 r;pn^^; >- 
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IBftSflTV^TtiV^b Ko^^aifeiV-S (O) mRi 0 (Ri 0 lZ£j&ZtlT 
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^Ti>£^$tttskmm*. mteO&^L2<7)ga?:5jrt) TSe£il£S^jMJ£ft&g& 

mzmmztix^zhx^y-eymt:. r 2 b ana 

[0242] 
Ufc72] 




[0243] 



) R 8 fcitfR 9 teZtiZtukfSlMT. S&$ftTvvti ii^bk^i 

S^$iiTUTt>ctv^^gS^^^rv;USS:^L. R 8 fcJ:l/R 9 J42v^feaS* 

-feh^x^/U) -3- (N-^y^-N-^^yUT^/^^) -7- (2-7/M- 
D^y>?;U) -2- (4-> h^y7x^/M -4, 7-yhHo-4-^Vfxy [ 
2, 3-b]try^y. 5- (l-fcHo^yXf/P) - 3- (N-^>-N-^f 
;i/r$y*f^) -7- (2-^^o^y^/U) -2- (4-^h^7x-/H -4 
, 7-yth'D-4-^Vfxy [2, 3-b] eU^tHK) <> 
[0244] 

•y*. Jl55l> 3^*^fc*) . C t -eT/Wa^x * To 
[0245] 

»D"C*$*lS r^v-bViRj r AD^W j hLTte. 7 

isafjK^. assure 3^*« j F*«fflv^fi&. 

[0246] 

aiDTSSil* r^nfyaij <offiggT'J>& r»|SiiT^Tt>J:^«ft*saEj i: 
[0247] 

«DTSSti4 r^yfj r«j|$itx^Tt>«tV^h Ko^r^j 

hLTte, «IELfcaA*«*LTV^fcJ:^maSi:LT<0 r«H8*rcvvc fciv*b F 

3S <#4L<«il*v>L2«) *^<fcfcl«<ff±L<ttl*v*L4flL Sfcfctf 

n*^; y^DrD^h^f^, ^?nrot^xh*^&£OC 3 - 8 y^nTM 
;U-C t -eT/l^*^ ; 7'J/M h*^) «fif*W* U>. 
[0248] 

Twtfcj:v4Hltti:LT*> r«jiSjiTv^T«> fcPMW>fc*>jWliv*& 
tit. 
[0249] 

m«Ofc^L2tf)SSBt£5KU WcOjMMU*. 
[0250] 

R2 b (4* 
[0251] 
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Ht73] 





[0253] 

Cfl:74] 



o 



[0254] 
[0255] 

. tert-rfvk ^>-f-/k 'v^/k ^r^-/K #?f-/k y-/k fi/iv, *7Vris 

/l^/US#fflV^*U sfin&*Tfc^7K 4V:/f-/K sec-:/fVk tert-r^/k 'O' 
[0256] 

;n/f/k ^u^v^k x?o^fi/7k i/^D^f;k S^o;t?f7k 
[0257] 

rs a t tx(i. ±ieutc 4 _ j 5 t/i*/i*jwif*u*. 

[0258] 



R6 *T*Siift r S^$ixTV^Ti>J:V^*^Sj hUCte. t9EUfc«A*fcfirLT 



R6 » fcLTli. Cj _ 6 TA^/l^ (flL **7k xfvk rnt?/k -fVrntf;P 

^•etCj _ 6 tvi^/ps (ffik *?-;k x^/k rot;k -Yvrotr/k 

£ <«L *?7k xf-/k rotf/k vrotr/k r^P) W1U\ 



R 7 a T'^ix^ ra»5*i-cv^TfcJ:v^aaHfij fcLTte. «ELfc«A3&qrtT 



[0259] 



[0260] 



[0261] 



[0262] 



[0263] 

R 7 *X'7f:2tiZ rr^;USj t UELfcSlAiBfqrLTv^Ttiv^jBiaik L 
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[0264] 
[0265] 
[0266] 
[0267] 

R8 X'TfiZtlh tTisJUmi fcLTIi. «BLfc«A*«*l/CVvtiJ:v*« 

[0268] 

Re kLTte. ®$$ixTivriJ:^C 7 _ , 5 T5;U*;m. WSttlSiVCVvcfc 

>-M^ <«L 7 7$) «f4f3Wff*L<ffl^*t*. 
[0269] 

R9 fc LTtt. *XlSFf . C t _ 6 T/P^/US (flk x*jk rntr 

(Wit*. */P5/K T-fe*;K rnM-;k tA'o>f;H L<. 

[0270] 

<lil*r^L28) Sr^-CV^Tt>iV^5^v^Ll efl^HSa^H*^*^**^ 

>JiK 1.2 i 4-MJT/'J;K f h?/ 1 ^ >f ^F'J;K -f V-f^F'J/K 
y*Vy;K ^X>f s//'j^ ^yK^-;k T-tff-y-zK i-tn'jy-/k 
1-tr^y^-zK */^*u-;k f-**/i/*y-/k tr^^x/K 1,2,3, 4- 

fh^t 1, 2, 3, 4-f h7bHD^y^y'jy-2">f 

[0271] 

[0272] 
[0273] 

[0274] 
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[0275] 




[0276] 

(2) fl:^ (vii) 

[0277] 
[<fc77] 




(VII) 



[0278] 

c^+. iM „ sb* . rs&xvr* temitmmm*. r 1 1 libKn^g-ea 

iX^'fb'&l&SWi^a (fcrtfU 3- ( N N—jX ^)VT -7 

- (2, -5- ( 2»t Hn*y-2->f;P7Dt*^) 

-2- (4->f yyt'J^7Sy7x^) -4, 7-ytKP-4-«Vfxy [2 

. 3-b] eyyy, 3- (N-^>s/7P-N-^^r$y^^;u) -7- (2, 6- 

y7WnOy» -5- ( 3 - b Kn*y- 2 -^f;l/rDW-;H -2 - (4- 
<iV7+VfrT$S?±=Jlr) -4. 7-ytHD-4-^yfxy [2, 3-b] b 

ys;y»<) . 

[0279] 

HAi . SIB* , RQfcJzT/R* kLTte. IWBkHai^t^fflv^iii. 
[0280] 

Ri 1 T'^Six* r bKo*^£T^;*ii£T/U*/Ugj rr^/PSj kLTte 
. *<?-/K xf7K rob/K >f yrnt/K >fyr*/l\ sec-;Tf-/K tert 

-~f1rlV^ *<T+)V^ r^K ^7>t^> h 

[0281] 

R 1 1 X^fih r bHo^r^ST1ff^?iX7t:^^ar;^;Ui£j fctTti. ^nr 
ub/K 5^n:/f-jK S/^u^y^yK S^da^*^ S'? o'vTf-JK i/9n*9 

[0282] 

Ri 1 kLTl*. tVu^ismTWtmZtifzCi - e T>V*)Vm. bKo*>-grc1t& 

6 r*'*A'ttW*U*. 

(3) fl:^5 (VIII) 



i 
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[0283] 




(VIII) 



[0284] 



;P7Sy^f;U) -7- (2, -5-4 V7+V?l>-2-7 x. 

-;U-4, 7-yth'D"4-^Vfxy [2, 3-b] eUS/V. 3- (N-^y^ 
;U— N f-/UT $ y ) -7- {2-*V*i"<*>i?)V) -2-7x-;I/-4, 7 
-ybKo-4-^Vfxy [2, 3 -b ] tf'J W- 5-*/^ilf;k 3— < 
y^;UT$y>f-;P-7- -2-7x-/l/-4, 7-ytKa 

-4-^Vfxy [2, 3-b] t 'J 5 - *;k*y»xf ;^ft< ) . 
[0285] 

[0286] 

, *h*is. 7D^i/ x >fV7D^y, 7h^K rosK^s/fc^Cj 

_ 6 Trto*^S&fc7«f|v>4>*U £^T'fc.X xKi/, 7o^y 

^fc'OCj _ 4 7/^^i/imLU. 
[0287] 

[0288] 

miS"NR2 0 * (R21 a) (R20. *S4C 1 - 6 T/Mr/Ug ( 

«L xf-;P) R2i»ll(i) tKJIU*?. (ii) C x - 6 T)V*V& (flL 

x^;U) . (iii) KSRIBFP. aBtK^iJit/fiXJK^^featfitfc^aflt 
^l*^L3«t^r<fct lffl*tr5*v*Ll OlS^g-Cj . 6 T/i^/i^ (iv 

ffik ^f;P7$yrot^) . ( v) c 7 _ , 6 t^/i^ps <«l 7x-/p7d^ 
K (vi) c, _ 6 t/hj^S <«L *v*>>) tfzli (vii) c t - 6 

[0289] 

ft. fcjfrTfc ( i ) hHn^rv-S-eaSISiiTV^TfcJi^C! - 6 T)V*)\,m (ffiL 
/k xf/k 7ne;k -fV7"o»K . (ii) fc Fo*^£T*tt$;ftTvvC 

t>J:^C 3 . 8 y;o7W;PS (fflk x^orntr/K i/^o/f/k S^nKO-^U 
s is9xD^is)V) . (iii) ^n^-JT?- <0L 7>ySI) T*gm$*iT wcii V^C 6 
. ! 4 T'J-;U« (fflL 7xx;n firtfaWMU*. 
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[0290] 

(4) ffc^ft (IX) 

[0291] 
[ft79] 




[0292] 



tnmmtix^xi>£^&mm£*. r* ^fcii/Ri 5|^^^ % 

4*3±tfRi 5 tem^z&iirLxmZ&f$LLX^Xi>±\,\ D T'^ti^>ft^)^^ii^ 
(tltzL^ 8- (2, 6-^7;U^nO^) -5, 8-^th*D-2- (4-^ 
h^ry7i-/H -3- ( N -y N -^>^';l/7 $S*^JU) -5-**V4 
VCl , 2-a)t'J 2-(4"7tKy7x 
-/U) -8- (2, 6-^;^n^>^;P) -5, 8-^'t Fo-3- <N-y^- 

N-^^vursyy^) -5-**y>f s^vci , 2-aieu $yy-6-#;i^ 

ygxf/l,xxf^, 8- (2, 6-^y;P^nO-^VU) - 5. Ku-2- ( 

4-tHn^y7x^H -3- (N-y^;P-N-0 VlVT -5-** 
V>T 5^/(1. 2 - a ) e 'J a yV- 6 -*;P^Vixf ;PXXf 8- (2-?)V* 
u^>i/}V) -5, 8-5/'b Fn-2- (4-y h^y7x-/l/) -3- (N-y^/U- 

N-^v^vur^ y^^u) -5-**y>r s*vti , 2-a)fj 

yKxf/Px^f/k 8- ( 2-y;^n^v^';U) -5, 8-S/tFo-2- (4-y 
h+S^x-AO -3- (N-y^/P-N-[2- (2-t'Jy;Wxf;Wrs^f/P 
) - 5-**V>fS^/(l. 2-a]t:y $^-6-^if^Kx^xxf-;^K5< 

) . 

[0293] 
[0294] 

[0295] 

R 1 3 T^£;M£ rS&2tLX^Xl>£^m&mj tLXli. UEL^SSA^LT 

» 

[02%] 
[0297] 
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[0298] 
[0299] 
[0300] 

Ri ^fcJzt/R 1 s^jixi, r 7 ^ij LTJi. miLtz&Atf^LX^Xh J: 
[0301] 

Ri ^^itXRi s^svm^LT^-r&lgfcLTii. BiFlBLfcR 8 toilfR* ifi 

m^zm^txm^i-tmtmmcoh^m^^tih. 

[0302] 
[0303] 

t> ( i ) bHoS/*T1B(lSiiTV^Tfc _ 6 T)V*)Vm (M. yfvK xf-/K 

rnt/k >f vrnt/p, > un c 3 _ 8 x?dt/u*/i^ («, ^ora 
tf/k y^o/f^, x?o*0"*-;k ^ckv^/u) „ (iii) c a _ 6 r;wn^x 
2 (flL *h*is. x^y, ro^i/, ^h^S/) . (iv) /\ayym=F (ffiL yv 
*) T«(IS*lT^TfeJ:V^C 6 _ a 4 T»J-;l« <0!L 7x^/H . (v) tHO^y 
( vi ) RJMK^ JWR^fi J:l«*KW*»feaifiife^DK^ 1 *v*L 3®$: 
^<ttl«*tr5*v>L10H«*8HI(«. l-e^"J5/V. 1 

-tT^^^V. l-W/^'jy) . (vii)S-NR20^ (R2 1 a ) (R2 0a 

ttrtKK^ifcttCt _ 6 7;l^U« («. *f-/k Sr. R2 1 • »± (a) *3R 

JH^ % ( b ) C j . 6 T)V*)Vm (&L *+)V* x^/U) . ( c ) S^H^. BBiffiFPfc 
irfliSISCT*^ £»»ifc^xu«^ 1 * L 3 < fc 1 <i£fr 5&i*L 1 0 

gasss-c, _ 6 rn*Mk <«l s^/'j^rnt;w > (d) rsy*««y 

roe;U) , (e ) C 7 - i 6 T^i^Mk («. 7x^rue;K „ ( f ) c a _ 6 
mo*^* <«L yb*^) 4fc»i (g) Cj _ 6 r;w*y-f/Ml(W. r-fe^/w) £ 

T*S*L6aMrif3&«*4U<, *fc ( i > tHQ*^ (ii) C t - 6 Trto* 
xg(#!L yh*^. xh#y x 7o^y, /h^ry) . (iii ffiUJI-? 
*J i tXHSRJHWfr^atf itfc^nfflC^ 1 * L 3 «Sr*J*flr < k 1 1 fl^fr 5 frv * L 1 

os&shis l-tr^u^v. l-tv^^v. l-f^/p* 

Vy) . (iv)«-NR20aa ( R 2Ua) ( R 2 0 a a (ijfcSS?^ fc«C j _ 6 

T)V*Mt (#L *f-/k x^-;P) Sr. R2 1 a a jj ( a ) ^j^. ( b ) BSMFP. 

^tiowiaw-Cj _ e T)v*)vm («. >fs-r/u^rnw . (c) ray 

[0304] 

ri 4 fcuxii. *moFF. wmztix^xi>£^mkfcmm. return* t'tmt t 
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[0305] 
[0306] 

(i) 3- ( n-o n -xf ;i,r s y ;i/ ) -7- 

-2- (4-^h^y7x-^) -4-^V-4, 7-yhHnfxy [2, 3-b] 

(3- [ ( N -Kyi?fo- N -xf;P ) T\J*+)V\ -4, 7-vh Kn-7- (2- 
^h^fi^y^/P) -2- (4-^Ki/7x-;P) -4-^Vfxy [2, 3-b] 

(ii) 3-^y^/P:t*>^^-7- (2-^h^yy/H -2- (4->b^r^ 

7x~;p) -4-^y-4, 7-yhh'nfxy [2, 3-b] iry$;y-5-#/M* 
yixf^x^r/^S^Ii^^ia 

( 3-^^:**S^f^-4, 7-ytKD-7- (2-^b^^V^) -2- 
(4^^y7x-W -4-^yfxy [2, 3-b] t »J 5 
xf/Pxxf/L'i £li*-tf>£ ) . 

(iii) 3- ( N -^y v/P- N - f-/UT S J *^)V ) -5- ( 4 - 7/lorn*e/yW 
7P) -7- (2-7;U*u<yisfr) -2- (4-* h^y7x-/W fxy [2,3- 

b] try^>-4 (7H) -jj-vifctt^tott 

(3- [ (N-^y^/P-N-^fvU) 7$y^f;l/] -4, 7-i/t Hd-5- (4- 
7/^n^/>f;P) -7- (2-7)V*W<>i;}V) -2- (4-^ h^^7x-;W 

-4-«yfiy [2, 3-b] eu^ifcji^as) . 

(iv) 3- (N-<y^;P-N-^^;PT$/^^;U) -7- (2-7/^0^^) 
-2- (4-^b^y7xX;K -4-^V-N- ( 3 -7x-^rD^) -4, 7 
-ytKDfxy [2, 3-b] ey^>-5-*;P#af-9"$H*fc«-€-^tt(»fc:. « 

(3- [ (N-^y^-N-^f/K T$y^^;u] -4, 7-y'tKn-7- (2- 
mVJrwOi/iv) -2- (4-^h^y7x-;H — N— (3-7x— /PTntr/p) - 
4-^yfxy [2, 3-b] ey>?>-5-*7i/*^ifSH4fcJ4*(o«) . 

(v) 3- (N-0-^-N->^;PT^y>^) -7- (4-7;^u^>^) 
-2- (4-^h^y7x-;H-4-^y-4, 7-yhh'Pfxy [2, 3-b] 
t'j y>- 5 - ^MCyKxf ;px^f /^Jtlif ^ 

(3- [ (N-^V^-N-^^) 7$y^f;H -4, 7-yt Ko-7- (4- 
7)VJtW<.W)V) -2- (4^h^y7x-/H -4-^yfxy [2, 3-b] 

try 5 -^;Wy8xf;i/xxf^*fc«fofi) . 

(vi) 3- (N-\yy/^N^f;l/7^/^f^) -7- ( 3 -^/Pifrn^J/a^P) 
-2- (4-^h^^7x-yP) -4-3f*y-4. 7-ytKnfxy [2, 3-b] 

t:y^^-5-*/^vS!x^x^T'/P^Jti4^o*g (mz. mstm) 

(3- [ (N-O-^/U-N-^^) T$y^7H -4, 7-yhFo-7- (3- 
7)V*u«Ssi?)V) -2- (4-^h^y7xX;l,) -4-«yfxy [2, 3-b] 

(vii) [4- [3- (N-^V^VU-N-^^ray^^) -7- (2, 6-^:7 
jVirwOVlV) - 5-4V7*V>V-4-**V-4. 7-ytFofxy [2, 3- 
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b] vvis>-2-j>\s] 7i/^] mm^^ju 

(3- [ (N-lyitfr-N-X+fr) rsy^^/u] -4, Hn-7- (2, 

6-y7WD^yy» - 5 — f 2 - ( 4 -y h^tf/l^x/M 

7xX/P) -4-^Vfxy [2, 3-b] . 

(viii) 2- [4- [3- (N-<y^-N-^^;UT^y^^) -7- (2, 6~ 
y7;l/^D^yy/H -5-4 Vrf-U;P-4 -**V-4 , [2, 
3-b] f/U] 7x^y] 5 K*fc«**)H 

(2- (4-7$y*/W-;Wh^7x-;H -3- [ (N-<yy>-N-.Xf^ 
) T$yy^/U] -4, 7-ytKn-7-(2, 6-^7;^n^<^x;P) -5-4 V 

r*y/u-4-**yf-xy [2, 3-b] KVi?y£tzii*com . 

(ix) 3- (3, 4-ytHD-lH->(y^y'Jy-2->f;Mf/H -7- (2-y 
h^f^V^/P) -2- (4-^h^7x-;l^) -4-^"^y-4, 7-xbKofX 
y [2, 3-b] ^U^-S-^sKvKxf-^xXx/l'ifctt-t^a (JRpirC, JSKig 
) . 

(x) 3- (N-OiSfo-N-XTJl'TS./Xj-Jl') -7- ( 2 S^yS^) 
-2- (4-y b^y7x^K -4-^7-4. 7-ytHofxy [2, 3-b] 

(3- [ (n-^v^/u-n-^^p) r$yy^;u] -7- ( 2-y h^<y>^) 
-2- (4-y b^y7x-/H -4-**V-4. 7-ybHofxy [2, 3-b] 

(xi) N— [4-(3- (N-^y/lz-N-^W^^f^) -7- (2, 6-3/ 
7/1/^D^yy/H -2- (4-y h^y7x-/P) -5 - ( 2 -y^/I^Toy W4 ;P) 
-4-^y-4 , 7-yth'Dfxy [2, 3-b] tyy>-2->f;H]7x-/l/ 
] - 3 - ^ h^r y - 2 - ^ Wdavt ^ K ^ 

(N- [4- (3- [ (N-O-S^-N-y-?^) rsyy^/LO -7- (2, 6-^ 
7WD^yx/M -2- (4-y h^y7x^l/) -4-^^y-4 , 7-ytFDf 
xy [2, 3-b] eu^>-2->f;P) 7ii;H -3-y 2 -y^Tt7;\ e 

[0307] 

JtBrt ( I ) ?&ZtLZ>1titmirzliZcO& mTs <k&m ( I ) fciW4£fcjWb6 

( i ) izsmmt^m. tt*>*>wmmzmt. stc. Mt&m9*mz txitism ( 
i ) wsflrrifc^*. in»fc J: vtnmmzzmz lt^^bs ( i ) *c«<tr*fl: 

***^3. ft^ft ( I ) WnH77/tLTll ft£*3 ( I ) COTSSmtfTisMt 
% r;u*/WL *)A,&i\:Ztitztt&m (fUtf* ft&fa ( I ) 07^1^'x^ty^ 
/Mb. T?-Mt. ^>^)VT$S*)VX-Mt. (5-yf^-2-**v-i, 3- 
i^*7^>—4-4/U) y h^i^/Utfx/WL fb7tKD77x;WL tD»J^ 
t7ta4/P**$oc*JWL tert-/f;l/ftjiim»l:') . fll^-ft 

( i ) aimmtfTistu^ t>v*)v^ o/jwt. «3iwfcs*ifcfc£» . ft 
( i ) <o*&S#7-t:f-/ML 'W'S M;Hb. rtwv-f/Wk fcMo4;Wb, if 
?5/xyWk 7VU;Hk, T ? -frit. y> W S y ;W;^-;Wt5iifcft^ft 
^rif ) . ** Wi. fl^ft ( I ) ^^^^Htfx^f/Hl:, 7$ HftSiifcft^ft 
(fflitf* fl^tt ( I ) ^*my/^xf/Pxxf/Ht, 7x-/l/X^f/WL # 
;P^x^^;Uxxx;Ht. WW syy^/Px^-r/Wb. tA'o>f/W^f, 
/Ux^t/ML x h^v-^/W^x^^r^x^x^x/Ht, 7 9 V >-7Pxx<r/WL ( 

5-y^-2-*=*v-i , 3-^^y^>-4--f;^) y^/uxxx/Wb. 
^^y^^S/^/^x^xf^xxf/KE, y^;ur$ Ffc$tit2ik&fa%t') 
Ifbtib. Ztibcoit&falZ &Wim<r)im\,z i o Tft£*l ( I ) *£S^f4<Ii:*«T 

[0308] 
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[0309] 

•ft-^ ( i ) oigfc Lxti. mm&w&. rytz^As. ^Jsst^ig. 

>\ tn'jy, 2, 6-/1^-^. x?/-;t-T5>\ ->*x^/-/PT S V, HJx^y 
—JUT 5 >\ y7o\Jf^75y, ifisfwv* */lV7 5 V. N, N'-i/'O'i'/H 

it. mt\**m. mm. m>7/m-qb«l 7?/hl 77*b. s-^il 

M^K, ?xyK, 3A^R, yyrfi, ^^yx;i,*yK. <y-fe'>-x^*:ylL P 
[0310] 

. *^s"7Aa« '<V*?MMm ^OfctfBSL TVt-^AS?, £fc 

. ft«ftrt»=aaHtm»t*t*jii*cii. um. Aft***, m. «k. u 

yS^*MSShcOS. ifcttftB. 7*/HBL VH>« 
[0311] 

[0312] 

JJeofrS-fb^Sr-ttffl:^ ( I ) *fcJi*»Jgtt, Wiif. WO 9 5/2 84 0 5 
(#^F8-29 56 93) , W096/2 4597.W0 9 7/14682.W0 97 
/14 6 97. WO 9 7/4 0 846, WO 9 7/41 1 26. 69766 
N WO9 9/09 0 3 3. WO 9 7/0 7 1 1 9, EP0781 774A2. W099/ 
3 383 1 (#83^1 1-3 1 5079), WO00/6 985 9. WOO 1/2 9 04 
4. 13KWO9 5/2 84 0 5 (#63^8-295693) . WO 9 9/3 3831 
BBTl 1-3 1 5079) fciE»«^*>6^i*ilfcai»t&*ttfc:ft-5TWfir6ii: 

[0313] 

-ft^fij ( I ) {±*Wfi5T-J>oTt>«t< . *»i5^*WI!)0^fiit*^Eit: 
[0314] 

( I ) t> L<l±-foaifclifW7DH77/ (WT. ^aflo-fc-^Hj ( I ) b 

3&%mm&bLT?imx'$>h. 

[0315] 

RFRPggfcJi, RFT5 H«Blt»t*^rf-r« WZlf. WO00/2944 1 
^•CIBiScORFRP-1. RFRP-2. RFRP-32r£:<ORFRP) 
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Qftz-ho. mm. wooo/2944 l-^eiei^fi-o^GiSGS&asu-fer? 

-SSSOT7T022 (mm. S?iJ## : 1 T'gi£il.£7S yKE?"!?:^ S^i'R 
FRPgS*. ffiJfiH-: 2T'^$il&7$/iffim*-T&7-yhRFRPg3!tt) =Sr 

[0316] 

tBSNBbii. RFRPgS^SggSrfflS-TS^ffl (fflttf . RFRP^Sf«£Sif£ 

ffl, RFRPS^r^^-x^ffl) timt&ftm mm. rfrpss^is 

[0317] 

RFRP#&f|c0>Wai8MBIi, RF RPgSffcT:*'-;*. hf£ffl. RFRPg2gffrT>- 
^arxXr-flMB&ifMU WOOO/2944 l-^(c|e»SitTV^RFRP t OT7T0 

[0318] 

^^RFRP5E«*MI8iaWWWti. WLttft mm. 77b, MX^ 

-. >>Hf^. hy^\ th?) K**LT. ffitL/iRFRPSS 

#:<7)8fig!Bt!tfftB. WcRFRP*8Kc««iMi (RFRPfgftTV^^-Xhffi) 
*5*U (&□) fUKtt, (fWi>S6«(B«ct>»i*fe«>. RFTSHflia***-*'* 
rf-FRFRPWa#f!B*JtttRFRP*«BS4'ri.jg|jBO^RS • r&^PJi: LTWfflT'&S 

[0319] 

t ti . *5ffiBco R F R P SWMMtMHHtt . fflJSSfl . ttoMMOl ( *. a 

% 5/h Hnaf'fV, x^/l^^b*. ^i/aH^. ^o>f y£ tiMZntiS&Zn^il' 
[0320] 

sfc(=. *f6HSoRFRPgstflc«iEpfis»B±. mjr+yjimmm. ntt<a 
Tajf+yMMmffltLx^mTb*). mm. isrruv^^ym.. Tmmm 
m. msam. xhu*. sefcggss. ro^^fy-v, 

f^s tS^flffi. ftftatEL 3^SB^:J£. *T'J • 70^* (Chiari-Frommel) 
8. TA>-dV«J- s rfo- ^f'fn (Argonz-del Castilo) Jg^P, 7*-^ • 7*^7* 
7 4 r- (Forbes-Albright) S!H£8, fUkVwm* i'-WSlBiS*, flmttWMMrif 

[0321] 

Srfc. «8^RFRP**fM«»(««*7^?^^y^llWBWl: LTJHv>**& 
. UE5S ( I ) fcfeWCXtfC, Y#S, W*»NO*^S:K!V^fl:^iB» (lb) jWH^fe 
tlh. 
[0322] 

*^RFRPgs«»j«, mm. meat. tmmm. ffi* 

[0323] 

ste. ^ r f r p fmtmammt* 9m*/^>mmm. «ti<n 
mi<nKFRP&®tmiimmmi.. mm. m&mmmT^. mmmmmtz#om 
m. *w*m%m) . vm&. ?mmm. tmausKtanm ■ mmt Lx^mx-h 
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[0324] 

IffiTSL RZJ&mm. H&?W&T%ffiM (EtfiTimiH) t LXGmX'b*). m 

tn. mmm. mmmm. t^y-^x. mmm&mmm. warn®* 

[0325] 
[0326] 

mz. *mi<nRFRP&m#mmm\t. mm. w&wmw 3 m ■ %smt 

[0327] 

XftVfritiS® ( I ) ^iBMItafflt&ICIt **L6«ft£9ftJII»6*t6X 
[0328] 

S&fc. **H<Dfc£» ( I ) fcJJB*£ft(cWfl-f £WHH(M : S*. *? 

[0329] 
[0330] 

(M&tt. 7^w- r-f yym-tts) . sea. am. *r**«(V7h 

[0331 ] 

WW£*W=*fl/C»0. 0 00M*%. «i L<«a»2fcHl,8 5SS% 

[0332] 

m. mmm. mim. mm. mage*!. ss-fkSL 9MHHv*xk. ««r*-frT 

[0333] 

mia* ^m^^t < i ) srfflHtw***K«. 00**1. sum m 
iRim&ttz-txsmt&zttfX'Z . KMRt/mmizm-tziSrSMi. mm. m 
utm. mwm^^-txssktizkifix'^i. it:. wMif*7±iim&tti 
m&i,z\twmmz. ^-yrmizm-mr^iziimmmi:. nmtfMmmKmt 

[0334] 
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[0335] 

tt^JWOWi: LTtt. 5*v*Ll Oil^fyr^Oi, 104i-»L2 01IX79 

-*iBL 77Wf h V »^i0L ?V -t 'J >*6«|lH'4><t* . 
[03363 

[0337] 
[0338] 

#mm<?>mt txit. -7v*m, jrm. mm. yn-trh-jK *^yh-;K ^y-t 

[0339] 
[0340] 

[0341] 

*tf6ft.t. 
[0342] 

c*jv^ra*fflv^*j.*3iHaii. awwh, ssufcak sjta. a 
■Wirt-* 

[0343] 

mm. «iB«Ta«capa4t**^tu. «a (*a*56 0k g ) i hsoos* 

<*»B«!>fl:£* ( I ) ) fc UCftl Sr^L 1 0 0 Omg. ff4 L<{±$<;3^ 
^L300mg, $ L < lift 1 OfcUl, 2 0 0«T* 0 . Ztlt>$: 1 @2£J;i:2& 

^ l 3 eucwc 

[0344] 

*»iBofl:-6« ( i ) **i«otte»*-r4**ii. mm (mtamm) <?>m 

05^tfa»ffli?5®tUT. ilSffcSl kg&fcOftO. 0 1ragSfi)10 0mg, 
#*L<I4«0. 0 1-H»5 0mg. J:"J#4L<li*i>0. 0 1 -ft 2 0 m g £S?MiS* 

ASMS), ttn^im. AM£M?H*&p*i*i. ifcJWHaeni: i/n±. j*yh? 
( i > *mo*i»fcL<uiM£S<3M. M*fc<i9Mirt-*£J:fcJ:-?TiHi 

fflitf. D-y/Uh>-;k D-vy^WK «Hfc*hy &&PfcH r 6*i. 

mmcMtimmm. mmsr^-/u (ww^fs-ji-) . * dt/i^-a mmr 

;l^-b80, HCO-50) $riTfc«JBl/CkJ:v\ rfvfa, ;*Sii 
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[0345] 

mmm. msm. tt&m&M. %gmmm. &mwm. w&m. tsmmm. im&& 
rmm. tmm. mcmm. tm&m. m^mn. m. ■ sham* mm. mm. m 
mmm. mm&m* mtmm. tmnsm. mimm. mx^AM. tKo^m. txr 
uju*r-m. m.<m. titfmm. imsm. mmmm. rnmmm. t^svi. 

&&m&temm. ris^-i&sLmmm. ^sm. *yFh*~>ytmMbhMmto 

[0346] 

m y* y ymm •, ji&kdww^* usb m >* y >m 

m ; -i yx y ygSB ; S W V* y vffiiS ; 4 yx y f h 4 £1215131 

*<flL iNs-if) . an4>xv>*Bm:x) . 4 >m%&m%m w. e 
*/'^/yifti«tf)i (»^L.<{i^gKJg) . ho/y^/y. os^y^rvifc 

li*<9ig (#2 L<livU>f V&ig) , U-^y^>-(Reglixane)(JTT-50 1). * 

^W(Netoglitazone)(MCC-5 5 5). YM-440. GI-262570, 
KRP-2 97, FK-6 14. CS-011. (rE)-r-[(C4-[(5-p<f-/l-2-7x-/l- 
4-**-tVy;PM b^S^x-AO* h*v-M 5 S)ly-*£>7fiy&m. W099/58510 
IZtmnltim (fi?!i.(f(E)-4-[4-(5-^f-;U-2-7x=.;P-4-^=3r-tVy/^ l-*:')'-^ 
i^#*WSy)-4-7x:^Bi?) . W00LG8325K:Ea«Ofl:^!Bj. -f^y ?-f-A- ( 
Tesaglitazar) (AZ-242) . 7#7V9-7-fr (Ragaglitazar) (NN-622) » BMS-29858 
5. CWO-5816. BM-13-1258. LM-4156. MBX-102. LY-519818. MX-6054. LY-510929. 
y^V>-(Balaglitazone)(NN-2344). T-13l£ iZlZZ<7>t&. THR-0921) . 

—mmm m. #rv#-x. r*r>u#-x* s/dhk xs/yf-i-f) . t- 
mm \_wfr-i\s*7\sTm <«. mwsk. m^^sK. *"j**s>k» ?q 

;Prn7\'5h\ h^lfSH, r-fehMtSH. /'J^at^SK. Z'J^t'JKf) , 

i/Ary-F. -t^y-H. sf-^y-F^/cJi-e^/^^AS^iD!^. i-y-yj- 

H^] . GLP— lS§#T:f-Xh [fl, GLP-1. GLP-lMRSk NN-2211. AC-2993(exend 
in-4h BIM-51077. Aib(8,35)hGLP-l(7,37)NH 2 , CJC-1131^] . i/LT+isf^T+y— 
•fcflVflSail (m. NVP-DPP-278. PT-100. P32/98. P93/01. NV 
P-OPP-728, LAF237, TS-021^) . 03T*-Xh («, CL-316243, SR-5 
86 1 1-A. UL-TG-307, AJ-9677. AZ4014 0^) , TS'J^T 

(«. Ty^)y^Ym) . *X*fnyy*^7T;- tfR«n («, 
vl^P) . ffi«r^ffi^J(gi. /'j3-yy*x*iJ5-Kim ^;pn-x-6-* 
Xy r 7ll-J}3yW6iMW) . SGLT (sodiun-glucose cotransporte 

r) mmm (M. t-i 09530 . ii/s-t fd^v^^o^ n-fb noyt- HfKW 

#S6 («. BVT-3498^) . Ti^-K*?^>-£;fcli-?-<7>tf*ig. IKKffi^g («. AS-2868^) 
» V-Ti-ymSmSC^m. V?YX^^-y^^Wm (WO0V25228, W003/42204iSSgO 
-ft-^J, W098/44921, W098/45285, W099/22735tee^-^J^ ) . ffra^-f— fe'Stt-ffc 
|g (^1. Ro-28-1675) ^^ff *>il&. 
[0347] 
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JVUUXfvh* t't^vh, s fi£lWA9vh* yifVAfvh (SNK-86 

o) . $t;n/x^7h (ari-50 9) . cT-i 129) . vm$mwF&i.v% 

<r>mm (flL NGF, NT-3. BDNF N W001/14372^IES8^^ a-OhP7>f ■ 
(Milf4-(4-;nn7x-;W-2-(2^f/P-W $rVU;W-5~[3-(2-p<^ 

£(fflk LY-3 33 53 19) . AGEISfl (fflL ALT— 9 4 5 N t7^y, tf 
^F*-*?^ N-7xty;H*7/'J^A/DSH (ALT-766) , EXO-22 
6. ALT-711, t'J K'J V (Pyridorin) % try WSX) % vS1t&Sii£3S («L * 

*?f&9) . iajtessBW («> f-*ry f*> . vvYA9+y&&towim <bih2 

3190) % 7^h-^^/W=f al/-f ^ (ASK-1) 
Ml*. 
[03483 

s^ax**-^ x3J<x?+y^ rb/wu^fy, -ty 
y^^f-yifcii-tixfe^a «&L -t-Fy^-wss?) 9) . ^^ri^y^ssgffi^j ( 

«L W097/10224fci3ttOfl:^*, «iJf N- [ [ <3R,5S)-l-(3-7-b 
7dW-7-;dd-5-(2,3-^ h^y7x-/H-2-^y-l,2,3,5-fh7bKa-4,l- 
^/mt'ty-3^/H 7tf /H e^y^y-4-BBrtri:) . y -i^y-YMt^ 

m **r7 4?9-h* ?o7 4 77-k ^7^7-b, f»sy<?9-h 
w) . tm<m <AL y*BL wa-zn ***«f mi*. 

[0349] 

WBSHfcLTtt. T>£^*^^^>«iJfflBHa«!l (ffiL #7"h7*y/K x*?ry;P 

^•bfvk xrot/^y, yto/*yw:/* r^Sif/^^. 4 /u^lfvl'* >\ ^y-tfvi' 
l-[(2'-(2,5-vb Ho-5-^^y-4H-l,2,4-^^^T^-;1^3-^;Wb'7x-7W 
4M/W**/W-2-xF*WH^>X>f S^yWIW-^/Utfyg^) . ii)\>is*72±WGL 
n <«L v-xtrv, -7xytv, rADyty, x*iyty, -*;Pxt:>^) % 

?u-*jymtfmfhtih. 

[0350] 

fiUB»»U: LTI±. +ffittStlESiaS (0L 7^7x^7/1^7^, 7x^ 
7$y, 7xyf/i^y. is7h?$y. ryy jLTy^y. f^t^x^^y, 
yH-/k 7x-/^rnA7-^7 = y, ^o^yy-u^^^ ; MCHgSfWtfiiaK (fflk s 

B-568849 ; SNAP-7941 ; hD01/82925^J:lAI001/87834fc*4il*ft^**) ; X A -o^ 
rf-FYttttSS (flk CP-4229359) ; Ijy+VJA FSStttiffiDB (flL SR-141716. SR- 
1477789) ; fUVyffim ; 110 -t Hn^y^fn^f Hft Foy*--«MHiS (« 
, BVT-34989) 9) > I'JA'-felfl (0L *Jl>VXfvh* ATL-9 6 29) . 0 
37^-Xb (flk CL- 316243. SR-5861 1-A. UL-TG-307, 
AJ-9677. AZ401409) > ^7*f- FttASWWM* («L VTf^, C NT F 

(^wwtesiaiH?) «) . 3i/yxh^y7^xh (#l yy^byrh. fp 
l-1 58499) . mtawm <«l p-579) *wwfmi*. 

[0351] 

f-T^F. hy;n;Mf7yh\ t Fo^oof-T^F. b h'D7;Mf7yF, 
»hKo^DDf7yh\ ^y^/H-^F. sKyf-T^F. ^f-^nf-T^F*) > fit 

(M. 7W/7 5FS) % ^D;KVt'yx;^y7^ F5R«ffll (WL ^oWJKV 
. F. -fy^sK*) . TV-feSF* >fyy;ub>\ x^^yyi, bv?x 

F\ 7*9-Y. :7o*5FS*«WfMl*. 
[0352] 
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t>fyy. **y-/n*> , i/xr7fv> ^wr^fy, xh^xH^f 

[0353] 

(ID?). ao^-Hif (ffL 5I&i£=mx-$!j&H^ x>J^.d^x 
&&fiW76*U IL-l. IL-2. IL-1 2*4fe*M y?-u4 

[0354] 

fitffcffiSSi: LTtt, 0U(fT*ty^, 7-bh7Sy7xy. 4 >K.X*i'V*i-'0# 
[0355] 

^T''N - y A (daltepar in sodium) ^: if) , 7^7r'J>' (0(, VlVyrW 

*V<7J*%t') . ttr-DVt'^Ig («. T^tfho/^aragatroban)^') . jftttjfgf 
16(01, ^Ddf-t— (urokinase), f-ydf 7— tf (tisokinase) , TJUy-Vy—^ (altepl 
ase), ff 7*7— fe'(nateplase), ^e^TT*^—- fe'(nonteplase) , A'*f75— t£ (paaite 
plase)&i:) , (09, tSBtf-^ne^Xticlopidine hydrochloride) 

. ^o^^y-;Kcilostazol), ■{at^Mllf/P. \57QXhfh y «7i»(berap 
rost sodiui), V£8$$nVi£'7\'*7— V (sarpogrelate hydrochloride) Sri: ) tcZWZ&fb 

[0356] 

•Sia&'Er&SSffli: LTl±, 0H^{fT;l^7T77;^K-;Kalfacalcidol) , tf/l-v-HJ 
3*— (calcitriol) , X/P# Y—y (elcatonin) , tWi'h-^ (calcitonin s 
alnon) , X* b y (estriol) , <i7V77X> (ipriflavone) , a'S Ko>f! 

Z.7-hy»7A (pamidronate disodiun) , TUy^ay^ti-h 0 «7.M<#J!|!5 (alendronat 
e sodium hydrate) , A Vti KavSiZlT-r- 'J >>A (incadronate disodium) Ifj&^lf^ 
its. 
[0357] 

h'? =>-^t LTfi, PUlft'^SVBl, t'^S>-B12^^ff 4>itS. 
[0358] 

i£3a*#lfc LTii, M£lf?7Vy (tacrine) , F**^ (donepezil) , 
n-s (rivastigmine) , ^V^SV (galantamine) %HP£&f htlh . 
[0359] 

■ S^?Sf^6t fCte, milZia&7 7#*-V-h (flavoxate hydrochloride 
) . XT' f-XV (oxybutynin hydrochloride) , tSSCrnVKV y (propiverin 

e hydrochloride) WWmf htlh . 
[0360] 

[0361] 

ttisy-t— mmm <0J, 4»tXfis>m) i**y*r-- V9—+ < Cancer Resea 
rch) , M4 9m. 5 9 3 5~5 9 3 9H, 1 9 8 9*fO , rnWfo >-f*taH* (01, 
O-zUT-feT—h ) C^V-TVU • *7 r • 7 'jr.*^ • ^yaa-J- (Journal 
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of Clinical Oncology) „ Sfll 2*, 2 1 3-2 2 5W. 1 9 9430 . WttX-ro-f K 

3H <XK«v»"«ttJJEi:WI«) . BttttUfSHBW («. x-f af^^iyil?) C7" 
"J-f-f ^.x • Ist—tfr • • (British Journal of Cancer) . ^6 83£ 

. 3 1 4~3 1 8K. 1 9 9 330 . i gf- i _ hh^tmmn^mm 

-f&B^T&STNF-a, LIF. \L-6^ *yrtx?^ymzm-&tKtoZt:Xk* 

smmtawi < i ) tmm-t&zk#TZ&. 

[0362] 

$4>C »UMBM(flL ALT-711^), *N»!£1E*S<flL Y-128, VX853. prosaptide 

W. 7tb'J^ h'Jl^r^ (Trileptal) . *r7v (Keppra) „ V*7'5>' (Zoneg 
ran) , TV^r-W^J V (Pregabalin) , y\-3-t54 H (Harkoseride) . *^<"7-»ff 
V) . SiTFSIIfaS <«, -X^^f-l") . T4£^aUy9WficU4rvF(fl. ABT-594) 
. Ji>Y-bVy&®i*ffim («. ABT-627) . t^TS VBWa*ffiWK<W. 

iiKttiMSB(0«. */n:*>. u&?&®#mm m. **** 
. (flL ^^Vf-r-tfb-v) . *x*j/'ixf7- tmssi (#l ^ft7-f 
m-tzzbtfx'**. 

[0363] 

*&W<r>fc&b ( I ) i:efffiHlikSa*^*Hi:*ii:fcJ: , 3. 

( 1 ) *«*ofl;-&* ( i ) 4fctt«ffl«**«tt-c«*i-i«*t=Jt^T, tottMl 

(2) j&&OJe# <«£. fiS&J:) CJEtT. *fffl<Ofl:^« ( I ) b®ft-thWtii 
( 3 ) *«H*>fc£* < I ) fc^fflWFAW^riWraBftt^i-Si fcfc i 0 . jgflSH 

(5) *«gfc>fl:£« < i ) tmmrn*timm-thz>t,z£*) . timmtmt>ti*>. 

[0364] 

jar, *9mmtim < i > twin»Mrai/c«w-*£i:* r^Bj^^j 

[0365] 

S*rf . *&W<7><t&fa ( I ) ki$mm®b&. tt*Wittc*tU IWfciM-LTfcJrv* 

[0366] 

**"»0»JfflW<oa-W(»IWi. #fcl»63ivr . *fKB«Hk** ( I ) b® 

mmntim^h^tvz^tuiix^. zcr>xo^t$.4-mmbtxit. ( 1 > * 
w%cMti&i> ( i ) twasp&t tH>*fci»«tuT*4>*i**-<oiBWoa*. ( 2 > 
*ffflco&&fa < i ) tmmmst *wi*£wmtt.Lz*e>tit> 2«*>wwtf>HHft4« 

*T<OH«*a*. ( 3 ) *»Btf>fl:£* ( I ) fcWB^fc*M*tOBWfl:LT*4»*i.* 
2»»iOTOW-a4«KT , W«»nW«r«v^Toa*. ( 4 ) *»BOfl:** ( I ) b® 

*»H*>fl:£* ( I ) b®mmbbZWl«lz8mtlX%L>tLh2n<r)mic?>m%&ik J i- 
W&Z'COimmtti^TntkS- («itf. aMMHosfl:** ( I ) : (IffflaHlKOWfTOa 
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-5-. £> & V *tmnmMv>&* > % ZtfWf t>tl& . 
[0367] 

^m<r>mmmn. mm<&<. mix. ( i ) usxv) ±e 

&mmm$ gfrnt&oxmzft^x. mmm$izm®zix&m#tm.&ixmmmssm. 

w <«. mm. en. mm**) aataifi. iww. 

[0368] 

. stints, mem. mi. mm. sis^co8sjD«j^jia:. igajfiv^fckT'£ 
h. 

[0369] 
[0370] 

■Cffiilt-** 5 . a«WB***=«LT»0. 0 1&^tlOOS*%. #£L<fi#>0. 
[0371] 

3W^*fc»LT»0. 0 1&^L9 0S*%. L<tt»0. 1 3rV*L 5 OIIX. S 
6fcff*L<UB»0. 5&ViL,2 0ttMHft-CS>&. 
[0372] 

[0373] 
[0374] 
[0375] 

*%fflcvtt.&fa ( I ) £fc(iftflSHMi> fl-iBA (W. y-f-V (Tween) 8 
0 (7hyW??—WR. *E0) . HC0 60 (B3t^5*^X») . ^f'Jif 
—/P. # s^f-zHr/Po— Trt^vlt-M- y->A. fc Fo^rntr/kX^/P 

J»m . #BJSttS5 (M. ;Kyy/K-F80. ?;Di-)H) . irffitf (01. ^y* 

r**ytw») . ^5&ft?fl (0!, <s-fk^by>A. afc*y>?.&. -?>•- h-/k y 

/WfF-/K T'F^IWE) . pHPSff^l (0). Wft. *«Mfr*-h y***) . £#81 (01 

7JUa-JUm) . $fl?$| (03. i^'Jt'jy. *^5>^) . »RM8M1 (M. rot 
U^ya-/K . MfflUH (0«. 7F»>«. 'O'S^T^a-A*) ^fc'fc^ 
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[0376] 

ffl ?ws. e$s. ryyy^K > . jswj («. fxrv. jjawr/i^Afcif) . 

^*^>7A S ^'Jxf-^y^'jD-;U 6 000$: if) fc££a$;!lllLTffil8dUBU <XV% 

a-TOffflkLXii. MUZ. tHo*j/7otf;Wf;W:^D-x, xf*;H:;H3 
-X, b Hodf-i/^^Hr/Po-^, b Hodf^rntr/Hr^D-X, stf'J ^x-f-V 

80, TVUox-y? F6 8. -fe/Pa-xr-fef— 
K b HD^i/roe;MfJH:^o-^7^1/-K b Hodf ^f-;Hr;l^o— ^T-fe 

raqciafflcffiHH, tMMtWHOV vtfhX* -5 T fc «fc V \ 

[0377] 

Ji$#^^Jfc^*><ri#T'£S. JJKttHSSli: LTtt, KWBIfttt^'.J-fe: 
'J F C0L ##*Bi, ^-ff-rV^ (^^-f F/-</l4tK. F-f *y) 3rfc*3 . + 
SSIfiSCffL S^'J*-/HS F-Z-^HU!. F-f *y) fciTD . *6HI± 

mmttxn. vma^xsafMM. -tjuu-xmrnte. f--/HM, r^'j/nas^ 

[0378] 
[0379] 

**wHk^« ( i > «, rnmm <«l ibh. nasi, mm. *r-t/MW) ^-osi 

[0380] 
[0381] 

*mkwt£m < i ) t wmmmton&ftWBmxtem&temmtiXis* mm. c 3 
c 1 3 mmstvtwm 

[0382] 

nsmni. **#ofl:** ( 1 ) twmmmsbmmiz* o«a««»4/*5J: 

[0383] 

±E£MK. "9-uf-^m«ikLrtt. fu? a, ^y^A*^or^*u 

5 y«. **>ttF **-/l*£«*tUMre£#Wfcit4 . 
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[0384] 

mtm>0)*ftmnit-&k ( i ) iizamxamawmio . 5~~5 ow/v%, nt 

0.5-5 0w/v%. M£L<li3~~20w/v%mmX'$>&. 
[0385] 

tvK. eoituth'jfA*) . («. *y v/K-hso. 7;o^- 

a#) . *r*ssi <«l /'jHs'jy, x^y-;n?) . mmm <«. y yrnvforw 

HfSBfJW (flk JUL *BfttMJW*) . ffffiH (flL ^^sr^^SAWcf-^. 

est?) » mmttffl (M. rwm. owrA'-a—Am) Sri'Sr&a 

£>. 

[0386] 

fflfflWtt. pHPK5M^aSinCJ:>3. P H2~1 2ML<lipH2. 5-8. Ofcllig 
[0387] 

[03883 

MRiMrarif *fif 3 £ fcfcj: imtmb LX§tT h ZbtfX'Z h . 
[0389] 

a»jn**sB±. munoo—\ 2 ir^fl^5~3o#KEMM«s-f.g><o#j: 

v. 

[0390] 

«#y ^-=Srt'ofeass'jT'saLT^^^sctts^i* 5 »4 u*. «ior, 1 a 1 ms-^s 

[0391] 

<7)-fe;l/D-^ixf/H, ^yb'x/PT-fef— K dfyb'x;^f-u~h^rif<o«-ifyb*x 

/pxxx/hs. yjuk/oc y^naa^ft. **/k* ? ? y u- x 
sKy M^y/i^st*^) . si?y.x*?yu— k ^j^^^y^rsH, rs 

^?'Jl/-h«**. fcOfcJtJM F5=¥yhRS-l 00, RL-100. RS-3 
OD, RL-30D, RL-PO, RS-PO (T? V)\4&.tt>V ■ 'J/Ht^f 

■ *?t? y/naa-fch y^f-^ • rvt^^^if/p^t^*) . ? 

E-3 0D (^T^y/H^cf-A- T?y/H?xf-/U&fi-&flO tcbttJVvZ-vV 
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[0392] 
[0393] 

(Carbomer) 934P. 940. 941. 974P. 980. 1342^. tfi) 
#7 -f (polycarbophil) „ 7 -f )V (carcium polycarbophil 

) (MIBiV^W^BF^y h'U y^-aS) . A^f t'X73-l 03. 10 4. 1 0 5. 

304 (^-rtiitftimm <m m) ^t'^^M-rur^u/na^^f^^.. 

[0394] 
[0395] 

[0396] 

^Ktt^SH^SElKS'JCfctt & ^m<ryt^mm 3 0 =5: n Lift 9 0 % ( w/w ) . 

»^L<{iiK;3 5=5rV^Lft8 0% (w/w) . $ ^KiFifc L-<t±i^4 0^rV>L-7 5% (w/w) 
. PfH4^Uv-^#^i^3^r^L*«;3 0% (w/w) . #i L <li#J 3=5:^ Lift 1 5 
%(w/«)T£>-g> . &JllFJl±}8*tt!M£ $ *>fc:-£A/C^T i> i < . *^&&BtS'J£fclt 

sss*tt^wo^w^{±^5 o%<w/wmT. ntL<nm-m4o% ( W /«) . s^tc 

# £L<{±ift 5~ift3 5% (w/w) T-i>i». ;^T'±ie% (w/w) liSa^M^^ 
[0397] 

mtmmii. aTizm^-tzzoizmiz-ktsVizmML. K^x'&btifz&z. * 
i . mmz-kts&nwm. 

[0398] 

mztiK^tK # t L<tem%Lh&w±tm%i:<?>®.?mz&fSLZti$,. 

[0399] 

WfiWm.^tmn^^ *<W%&^li. ML<i^l5 0^V»L2,0 0 0^ 
m. $£>£#£L<Siff>5 0 O^nL^l^OOjumfi,!,. 
[0400] 

£»l ffi^i. miRM. z&mW'ZMitL. &£WLiXLm%Lm. m>mm$Lm%t'iz 

[0401] 

mcoms-tmi. m.5^Lms% (mm . #£L<im5. o^>l^8o% 

(w/w) . S^CiftL<l±ft3 0=5r^U<;7 0% (w/w) T'£>i>. 
[0402] 
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[0403] 

xf-UV^Un-zK b'x/Vtfny H y^ r;^.y?F68» 77t'7^A, -fe*7 

v">.MECG505h ?nXA/MD-^t by>A(Ac-Di-Solh ^PUS^U bx/Ptn D 
H> (^o^-tfb'K^) . (£S^bKndr^rntf;M:/t-o-.x (L-HPC) 
Mx?.. 4»T*>. t Vu*y?u\Z)\>*.)Vu-x, tfx/Hfo »J K>\ fflitB&Kb K 
o*^robVMr/Po-*##£U\ ifiRSl WmikMb LT\mUi9>V9 . Xf 

wm^e=tih. &&mt Lzimm. mym. 3^?sl 77/ns. tu-o** 

[0404] 

m®.m. >*yn-T- < y?m. ^mma-^^y^m^mmmkmizx^x^mm-t^z 
tmst. T^ms.m&Tttxit. maa&m. a*, mm. mik-tjua-x. 
7 xmzwkztttzhntf&mx'* , -e^^et-^gjis 1 0 0 jumfcutts 1,500 

[04053 

■th&mm. L^ibKn^v-rnt/I^^/Mr/Pu-.x, b Ko^robVl' 

*coffia&li.mzttLX¥>l%^L$)l 5% (w/w) . 15£ L<J±#1 &v>L*n 
0% (w/w) . S-i>(c5f^L<l±^2^^L|5;8% (w/w) X'hh. 
[04063 

[04073 

II. ^om^oti-ssss 

[04083 
[04093 
[04103 

mmmna\t. & (mmrtmrnk-t**^) fc**i/c*n$rnu*9o% (»/ 

w) . L<<±**)5&^U$5 0% (w/w) , $A>C»^L<Ji^5^V^L3 5% (w/w 
) Xhh. 
[04113 
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yrat/PT/U3-;l^«ltt:ifiU^. *W*b?m®1&bcr>m.mtfmm}c7)®1&b L 

SL ?xyg. =m?K. 7"?;HL ^W>-K&fcV)K£;&B;tTiJ:^. 
[0412] 

^Srfc£:£jtiR8>Ji:LT. ^U-fe 'J ^J§flfiI?xx-f/K Slfbt-?^, ?xy&MJx 
[0413] 
[0414] 

[0415] 

au±. wflw&fflbLrftmzti&w&Mvfctiimt,zm%.zti&\ Miimow&m 

) £L Tf-t/PPH 1 0 l^rif ) , ffiflN ?V-b-/K li®**^® 

**>99. 4w/w%, SfSL<i±^2 0~^9 8. 5w/w%. $ 4>tclfi L<l±*-;3 0~ 
»9 7w/w%T*&. 
[0416] 

£ U < lift 1 6 0 %(?D«H*»^3Slj8S?-r «. £ t * . 
[0417] 

oKcM&fflb LXlt. PHitf^^^^^f-yHr^o-^^/P^^A (SSS&ftS!. EC 
G-505). ^o^/MD-Xth'JW (WiOr. M-fb£(1*) SL 
fuxXVYy (<8U.if. BASFttSL 3IJHVCL). (SSmgb Ku^v-TahVU 

■t/pu-x (fii&Sfl:^ (It) >, ajuwsot (tfc&fls* (»> . */i'sK4f 

i^^/i^-f-j-h'j^A (*ftggts^ x*xro:?:/h ^a-ft^vry (M-fc 
j£ <*> », PCS) fcifjWfln&fu H;Uf*i:«StT«*. &6<^i«S-fli 

M*ttWW£*fc»LT. mtimo. 0 5~#3 0w/w%. ML<l*0 
. 5w/w%T-£>£. 
[0418] 
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mat x o mmmmiza v %t mm<?>&ffl* § c £a,t<- %t t> i v ,r o <t ? srsanis] 

fcLT<i. flU.lff*6Jn (flRtf. v-afcL <9f-V. T^tTiTA*. 

x. t KD^r^rne/U-fe^o-x, t Hodf^rnt;M^-;H:;Pn-x, tfyl^f >- 

mm. T*.u~j)v (a*7XDy;n k ^H^sttso < fltt.tr. TA^/wasrt-by* 
a^t if cor-^- y ^sattSfl. * y ^x^ u xBimx;* -f/i-fc ± y y ^x 
f-w>-y;wt'^>-B§8»i?x^-f;K '"K'J tf^xf-uy tvs^ttBHWWtoft^jfrvfcJli 
HRSttflWrirh UStttf. ^-/l^feSL ^yfj'y. WNt+fy. 'J 

mwfi±M%atfm^t>tih. s^ait lts^bl ?xyn > rm^i? 

[0419] 

*y b'x/Ptoy K^tWiKfflV^W. 
[0420] 

mm. m.s. m^^zx^htih. i*wcn mmrnmsmit&tt 

V-9-. 7?f&8!£-& (flfcXBftth SSI6«iifa«FD-5S ^£ 
[0421] 

-m&n&tmm (m. mm\. mtm. sm. tnzjumizsmitLxijj:^. n 

SSraSr«a**v^i«PSite»L.T, ^-Otfr^/PSSHCftaLT&PiS^JHgWli; LTt 
[0422] 

STfi. >'<-y*^X{iPKrta^i«'Ji:LTIi» *$fflcr>{t&%» ( I ) ifcttftjigHlf 

mmmz&ft&ttiz/s -i/?a7*xhv yxtt/3 -isfa^^xhv ym&# (m. 

[0423] 

A*f»3o-f Hi^yajpffiU*. «WMfcLTtt*fc-*-hy'?.Z^ ^3-;*.. 
J*-X. ?yxh-/k V/I^t>-7K 57 h-x. -r-yfia-x. miix. «*=S: 
fc'^W^fU ^=^^xk-;Wp-#4 U">. ^ttJIfci UnittA-fe^o-*, xf- 
/Hr/Wu-;*.. gMgtibtfy t'xyWtfoy Ky. (g'S^STki^St, 0 yWOJ) J* 



I 
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>\ ★jfttrxry. --K'JT^'J;H! (flk rt-tfv-) . ifiV*99VMk* tf'Jt'x 
/PT/Un-zk tfyx^v^yn-;^ # if t-^tn y F >\ ;*y#-#7-f/k T 

. ?x>-iK>TA:J/PtVB?#3ff4U^ 

[0424] 

*T«, ^■y*/i'»iPISrtauW««i. *»J!oflriHli ( I ) 4fct2#ffi25st>iK^ 

tcwm&zm^xtm ■ aw**, mm. n®z*tx$mLxi>z:^. 

[0425] 

ttHttftfi (7-frt-A) tc*SM-i*£H:. *&WcMt&to ( I ) afcJiWBIH&fcJ: 
V±BLfe*4rtkttsKyv- (i?4L<«:» tHQifi^DCWrW-^. th'o*^ 

®$*-c(cast)7-</PAt-ts. s4>k, "jaw. %%ffl. wMUbAnn, mm. m&a 
. mm. WBH4irtf>asaniiifeiniT«»j:v>. 7-f^fcaK<«»ttfc4-i4fcft!Ky 

xf-U-i^y n-zl^rotu^y n-zl^fc'^y 3-;MaS"Sr*S-liTt 0 , PEtf) 
-7V-Ffcif<0»WH*-C*&-arJ*S (»4 L<iil 0-1 0 0 0 S^nygg) te* 
[0426] 

it^m < i > 4 fcimmms t \&t%&x't> & *m&% t < it*im<&* j <r y t com 
^m^^hmw^mmmk^mifmfhixh. wmvmt, *mmte&v> ( i ) 

[0427] 
[0428] 

^ fA^A-o-xa ; # 5 y-J- VJH ; t=*x F 5 : ^ f-vJB ; * >J fx 
;Utrny HysSrif^ffeKyrHB; Hf5f->— T?b*T3*A3 vru-y^^if*»^BI 

h-^/sVfchWND-^fcotsi; is?u?*xhvy%z<nm$B&-. vy&+ 
a^hy^A^^c^KT/PSx^A^t-^tit^s; ^y^>. l- 
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[0429] 

vr?hv v?x* m&t hzt tzfy t x . *aH0>ft«tt ( i ) i^uffffiam^otttt 

[0430] 

Tii. *fe, m&zcbi/iizm&m&m&xxteox ■ t>y ■ i<5-*Kt«FD& 

C f)V- 2 ^t>5r VIZ F D & C U y H 4 0 -f $r fc' O F D & C Sm##ff £>il& . jfiS 
. fSl^pHpSS'Jtcti, ^x^lL !)>"BL JSKfeil^-ru-f >-K*^tixi» 

[0431] 

fls^fe ( i ) tKimmmaZiiX; ^i^~^eo^<on. &£L<i±ttifr~~#)i 5 

#£>IBL i 9#£ L<{i^j2^~*55^I§J{c (*fc) ^f^co-fc^fe ( I ) *fctt0MB 
ISrttcAiX^iXT l^rV^L6 O^Jii^tc. Sf £ L < ii 1 L 3 0fM2lft(z. 8 

l <<± 1 1 owj&tz&mt&a&ft&jawMffnt u>. 

[0432] 

t^Mito-^33omM%x'hh. i9vmvmm£mzm-&tt*i±. & 

0. 0 1^1011%, #2L<{im~#5g*%T'J>.&. «9<me>»H£fl«:tt 
-f£**T*ti. *U0. l~ft90M%. &£L<li. $51 0~ft;7 0Sfi%T-J>S. « 
7Kttaf*:c7)S»l^:#:tW-i.-S-^rS;i±ftO. l~&50SJt%, L<iffil 0-H&3 

o sa%x-j> h . *4rtMfcjf y ^m. 1 3 o mm. 
%. #£L<imi 0-^2 5ma.%T^h. &fc{me>wffl£mzm'z>ttm.ii$)0 

. l—ttl 011%, »SL<{±^l~^5M»%T-i>&. ±IESail2:$ «^0. 
1MJS!L B6«0B*^«)*ail«*4«WBt-ft*LTV»TtJ:v^ 
[0433] 

#li9ico«ffl3ijo&-$-*j± x *mfrfci&n ( I ) ¥ft. £*t SBE^ 
i5-^*ffi, a^JBIBBrtfte J: OS*** 5 . «i*f . ftBJRJB* (J£A. #S#6 Okg) 
-A*fcD» 9*. *^0-(b^ ( I ) fcitfflfJBIEfei: LT. **l-Fix 1 B»0 . 0 
1-^1 OOOis/kg, #£L<ii*->0. 0 1-Hftl OOng/kg, J: »)# £ L<fi#)0 . 
lNBlOOmg/kg, tOiP^O. 1~*>5 Omg/kgJ. tcfrX'i,*)! . 5~ 
^3 0«/te5rl BlEl*^aiHl^{tT»MS*$ii*. fc^-*>/C» WBLfci'ifca 

[0434] 
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. a**«*L tarn, mmm<mx. mm. mm. imm<?>mm%£izx^xmz<o 

ti*)1&0.00 1~20 OOmg, jJiL<IJ^0.0 1-500mg. S££$f2L<l± 
. -ttO. 1-1 OOmggST'J>0. i*i*a*lBl~40fc4Mtra#-«-*. 
[0435] 

S4urt«tv^ «fflaa*t*fc:a*ufc». *jra<ofl:^« ( i ) *a*i/ctj:v> 

U *mi<7)it-£m ( I ) *jfetc»*U *oaTflWI»M*a4LTiJ:v\ *mit* 

«wta*"***&. a-s-^isicj: on****, m 

if. «Miw**jfc(ca-w**fc» Lfctn«~3BJaw. »^l<«i 

0#~lBUlF*L J:9tf*L<ttl 5^1i«BJ3lrtte*WS»fl:** ( I ) *ft*"f* 

*4&wwf6*i*. *ws*>fc£* < i ) sata*****. *jra<ofl:*« ( i > * 
h i «nurticaism»a4-t-««a^w^ft.«. 

[0436] 

#4 u*a**i6fc UTtt. «iar. «pa-¥«Bfe:«»siife«flBasatto . o o i 
-2oomg/kgiana4u »i 54Wktcana4«BWfc:»BSiifc*«BB«)fl:-& 

« ( I ) *«j0.0 0 5~10 0mg/kgSrlBSi:L,TgPa-5--r&. 
[0437] 

*% H ^-(b^ ( I ) 1>\*<\i*<7M*tl 1 lt*C0?uY5»/r\t. ffiflfcRFRPSS 
MffiH. W7fri]3>m8m&, JMMrm *&a*PMXiL RMPRaflHMX!ttr?fc L 

taw tmwtz tufiMuwmn 

[0438] 
[0439] 

##09. IB»0!l<O*5A^D-7h^57^-fc:fcftS«iai<iTLC (Thin Layer Ch 
romatography, Um^wrV^yy -f-) tCi SS^Ttft^riptUt. TLCfStfcV^ 
Tit. TLC7U-ht LT*/k? ( Merck) &|g(7)6 O F 2 5 4 *Jt{±S±>-i; v-T-fb 

■rz®mz. aajstLTuvamstafflUfc. ^^^m^v/>yMmt<^^w» 

CO*— fe';py;P6 0 (7 0^r^U2 3 0^ /^i) t*/k/;U6 0 (2 303:^ 

S^V-S-JB^TAyryGemini 2 0 OIL ><'J T^Mercury 3 O OMt fcJiTVl'-y;* D 
PX-3 0 0SX^ hnX—?-Tm%.L. tt&i'? hi 8ftC. i] -/TV 
HzT'^Lfc. I R^? h/HiSiFT I R-8 2 O OS*^? ho^-^-TaO^t^: 

[0440] 

MMfHff LC-10Avp^xA ^^liTyVy MlOO^f 

A, 

tivl* : CAPSEL PAK C18UG120 S-3 jum, 2.0 X 50mm 
8tt:Affi; 0.1% h^^nftS 

B?ffi; 0.1% h'j7/P*DBK #*T-feh-hU/U 
^^'X^h^^/U: (Am) : 0.00# (Ai£/B?K= 90/10) . 2.00# (A?g/B?g=5/95 
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) , 2.75# (Ai£/B?g=5/95) . 2.76# (AWm= 90/10) , 3.45# ( PSS/m =90/10 ) 
. (Bffi) : 0.00# (Affi/BjR-WlO) , 4.00# (Afc/B&=5/95) , 5.50# (AS 

/Bfg=5/95) , 5.51# <Ai£/B&=90/10) , 8.00# (Aig/B&= 90/10) 
&Afi : 10 ju K 8SM : 0.5 ml/min. : UV 220nm 

##<a. mtmaza^x. ^xx^h)v (ms> littT^ftfrfciotBeLfc. 

ZMD. £tzl±B^?$&i£#. JMS-AX505W 

4 : ;UKfEfla e 4:t>'4ti& (Atmospheric Pressure Chenical Ionization : APC 

I) . ¥¥WIM*>ttM (Electron Spray Ionization : ESI) . ifct±*3«K^« 
§14 :+>"ffcffi (Fast Atom Bombardment : FAB) 

*KHPLCli»*S^i4iffi*KLCBI«tfflv^. 

1 ) #ffiHPLC«»: af/UV>ibW X/L—r-y h»8^fA 
#7 A : YMC Combiprep 0DS-A S-5 jum, 50 X 20 m 
tm-.m; 0.1% Mi7M-nBB 

BfR; 0.1% h'j7/WoiHl! **T-feb-hU/P 
^a/'xyMM^/k 0.00# (A?g/B?S=90/10) , 1.20# (A*g/B?& =90/10) , 4.75# 
(A?g/B?S=0/100) , 7.30tt (A?£/B?g=0/100) , 7.40# <AjK/B»=90/10> , 7.50# ( 
A?£/B?8=90/10) 

«£:25 ml/min. tfeffiS : UV 220na 

2 ) *E#BaC®& :^'Jf7;^^^/7 hfif«^XxA(purif 8) 

: lll»»**tt Hl-FUSH™C0LUMN (a/U*y/P : 40jum. 60AK 26 x 100 in £ 
fct*20 x 65 mm 
SKS : 20 ml/# 

: UV 254nm «-&S»teiJVvC ( ) rt*C«Lfc»fl««^^>8Jia^lfc-e* 
*. 4fcJ^^»t*%ttJS«10 0«l4'Og»ta*>'t. 
[0441] 

[0442] 

s : yV/l/yh (singlet) 

d : //l/7h (doublet) 

t : hUrWh (triplet) 

q : 7h (quartet) 

dd : f-fMr^Xrv V (double doublet) 

m : ^fof-TUy h (multiplet) 

br : 7n— H (broad) 

brs : ^D- F y>/l/7 h (broad singlet) 

J : ^•yT'y >^S9S (coupling constant) 

CDC1 3 :i^nnWA 
DMS0-d 6 : SS^ ^;P>Ul/*3r is H 

W S C : ^ H 

THF : fb7hFD77> 
DM F : f-A^/kfc T 5 H 
DM SO : i?X*)VX)Vib*is\z 

^mm^z^x. ^m^r^ymct^^xm^-th^, iupac-iub c 

ommission on Biochemical Nomenclature*;: i h^hh W2^f£frff£:fcW&«JB^ 
[0443] 



(75) 



#^2004-300147 (P2004-300147A) 



DNA : 




cDNA 




A : 




T 




G 




C 




G 1 y : 


fVisy 


A 1 a 




Va 1 




Leu ; 




lie. : 




Se r : 




Th r : 


xv*— y 


Cy s 


isXr-Jy 


Me t : 


*+*-y 


G 1 u 


s ym 


Asp 




L y s 


Wy 


A r g 


T)V*f-y 


H i s 




Phe 




Ty r 


^ni/y 


Tr P 


hVTbyry 


Pro 


ynyy 


A s n 


TX^y^y 


G 1 n 


7)V? a y 



CiS?>J#^ : 1 ] 

77MRFRP SSftOT s y kie^j S:^ . 
t h RF RPOT $ yBffi*J£r*l\ 

[0444] 

3 -^y^/UT ^ 7^ -^/U- 7 - -2- (4-y b^rs^x- 

;P)-4-**V-4, 7-ytHnfxy [2, 3 -b 3 tT'J 5^- 5 -*^>Kx 

(3-0^;UT^yyf-;U-4, 7-yth'n-7- -2- 
(4-y h^y7x-/M [2, 3-b] t>Jyy-5-*^*y|! 

ftl3¥8- 2 9 5 6 9 3<0WIW8CcE«O*J6fc: J: 9*fe. 
##CT2 

3- T-gyyf-;U-7- ( 2-y h^y^yy/P) -2- (4-^h^y7xx;H - 

4- **V-4. 7-yhHufxy [2, 3 -b ] tT'J ^>-- 5 -*/W?>«X^X 

(3-T-Uy>^-4. 7-ytFo-7- ( 2 -2- (4- 
^b^fy7x-;H -4-^Vfxy [2, 3-b] try 5 -#/U*y&x?-;l/ 
xxf/H 
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- 2 9 5 6 9 3 commM9 - 1 te«atf>*8fcfc: J: 

###fl 3 

7- ( 2-y h^r^y^/U) -2- (4-^^i/7x-^) -4-**V-3- (3 
-7x-;^rne^7$y>f;H -4, 7-^b Hnfxy [2, 3-b]eu^y- 

(4, 7-xhKn-7- -2- (4-^h^7x-/H - 

3- (3-7x^rDt;l.7^^f;P) -4-^3rVf~xy [2, 3-b] tTU^V 

- 5 - ^^t:ygxf^xxf^ ) 

1WIPP8 - 2 9 5 6 9 3CDm&M9 - 3 fcE*o*8*r J: 
##0!4 

3- (N-<yy>-N-7DW$y^f;H -7- ( 2 -> b^'O'S'VP) -2 
-(4-^b^y7xX;H -4-^y-4, 7-ytFDfxy [2, 3-b] try 
^>-- 5 -A^^yixf/L'XXf^ fiSgtf 

(3- (N-^^-N-rntf;PT^^f;M -4, 7-y'tFo-7- (2-y 
HfS^VS^) -2- (4-y h^x7x-;W -4-**V*xy [2, 3-b] t 
U 5 -*;^fygxf;pxxf;P iIBSa ) 

#B3¥8-2 9 5 6 9 3 COHSfefl! 9-39 fcK»<0*ffite i 
##$f 5 

2 - ^V^'/I/T ^ y y f^U- 7 - (2-^h^r^y^) -4-^y-3-7xX/P 
-4. 7-ytb'ofxy [2, 3-b] t 'J - 5 -^^^ixf ;^f;P L 

(2-^>i;)VT ^ / X*)V- 4 . 7-^'t Ko-7- (2-y h^r^V^) -3- 
7x^-4-^Vfxy [2, 3-b] e 'j y y - 5 -^;^yKxf /^f ^ 

**RPF8 - 2 9 5 6 9 3OH5&I09 1 0 - 5teBB<0*Sfc: J: 9 ft*. 
##0»6 

3- ( N-^y>-N-^ Z-Xf /P) -4, 7-S/t Kn-7- (2-y 
i/KyiSjU) -2 - (4-y h^y7x-;H -4-**V-4, 7-zsh Hnfxy [ 
2, 3-b] WJ>-5-X))s&;**r$ K i&ias 

(3- (N-o^'/u-N-y^r^y^^) -4. 7-vt ho- 7- ( 2-y b 
*is<yiSj\s) -2- (4-y h^e^7x-;u) -4-^yf-xy [2, 3-b] try 

mm^S - 2 9 5 6 9 3tf>ISfefl| 1 7 OEttO*8&: J: 
###!7 

3- (N-^y/p-N-^f^r^y^f/p) -7- (2^h^<yy;M -2- 

(4-y b^y7x^H -N, N-^y^;U-4 V-4 , 7-ytHnfxy [ 
2, 3-b] H *SST« 

(3- (N-^y£/;P-N-yf*;PT$yy^;P) -4, 7-ytHn-N, N-S^y^ 
;P-7- (2-^h^y^H -2- (4-y b^fy7i-/H -4-^Vfxy 

[2, 3-b] t'Jyy-5-^m$b') 
If BPP8 - 2 9 5 6 9 3 <^mm 18-1 CBR^^ftK: «t 0 
###18 

3- ( n -^v-j)V~ n — y ^;i^r ^ y y ^/u ) -7- -2- 

(4-y h^y7x^) -5- ( 1 - U is—)Vt})VX~)V ) fxy [2, 3-b] 
fcT»J>?y-4 (7H) -3j-y sirs 

(3- (N-\yy;l/-N-^f;P7$y^f;H -4, 7-ytHo-7- (2-y b 
^r^V^VU) -2- (4-y h^y7x-/H - 4 -**V - 5 - t^J *JJt)fr#— 

/i^xy [2, 3-b] ey 

*#g3¥8 - 2 9 5 6 9 3 O^fctfi 18-3 fciBtt*>*ifefc J: 9 »fc . 
##W9 
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3- ( N -OittU- N *)VT \J *^)V) -7- -2- 
(4-^h^7x^)-4-**y-4 t 7-y'tHQfxy [2, 3-b]bfU>? 

(3- (N-^yy^-N-^f^r^ -4, 7-ytKD-5-^;i/- 

7- (2-^b^^>^) -2 - (4-^b^y7x-;P) -4-^Vfxy [2 

, 3-b] try^y) 

ftm 5 ? 8-295693 ^HiS^J 2 2 teBtttf>*$fe£ J: 0 »fc . 

5-T-fe^;u-3- ( N-^yy;l/- N - ^f ;l/7 ^ y - 7 - (2-* h*i/< 
WlV) -2- (4-^h^7x-;H fxy [2, 3-b] ^y^y-4 (7H) - 

( 5-T-fef-;l/-3- (N-^y^-N-^f-yPT^y^^/P) -4, 7-yth'D- 
7- (2-* b^r^O^;U) -2- (4-^b^y7x-;K -4-^Vfxy [2 
, 3-b] tTU^V) 
»BPP8- 2 9 5 6 9 3^miH3 6 - 1 KiE»0>*85fcJ: 
1 

5-r-b^/u-3- (N-<y^-N-^f;i/7^^f;W -7- (2-7/M-n^ 

- 2- (4-> h^fy7xX/H fxy [2. 3-b] (7H) - 

( 5-7-fef-/U-3- (N-<y^U-N-^^;WT5y>^) -4, 7-ytHo- 
7- (2-7)\'*'aOi?}V) -2- (4-^h^^7x-7P) -4-**Vfxy [2 

, 3-b] try^'y) 

«rB¥8 - 2 9 5 6 9 3<7>mm3 5 tBtt^)*1t*c J: 0»fc. 
###112 

3- (N-^V^-N-^f-^T^y^^P) -7- (2-7;^nO-^) -2- 
(4-^h^fy7xXW -5-7 , Dt*x/H-xy [2. 3-b] (7H 

) 

(3 - (N-^y/l/-N-^f;P7iy^f;H -4, 7-ytKn-7- (2-7/^ 
^■n^yy/i/) -2- (4-^b^y7x-;W - 4 -**v- 5 -raetfx/uf-xy 
[2, 3-b] try : J» 

1£g!§¥8- 2 9 5 6 9 3<7)9mM3 6 - 2fci3tttf>*ttfc:J: 
Mil 3 

N- [4- [3- (N-0^-N-^W$y^f/W -7- (2, 6-^7/^ 
o^y» - 'J/P-4-^V-4, 7-ytHDfxy [2, 3-b] 

try yy-2-^] 7x-;i/] ro^'yTSK 

(3- (N-^yy>-N-^w$/^f;H -7- (2, 6-y7WD^y^ 
) -4, 7-^'b y7 r f , J;P-2- (4-rnt^x;|/7^7xx;K - 

4- **yf-xy [2, 3-b] ey^y) 

#^T8 - 2 9 5 6 9 3033t« 5 7-2 KIEBtf>#8;fc J: »>»*:. 
##0)14 

3- ( N - <y N - ^ f ;P7 $ y ^ f /!/ ) -7- (2, 6 -S^/M-O^yx/I^) 

7-ytFDfxy [2. 3-b] tr »J 5 -#;Mf3Mf5 H 
(3- (N-^y;P-N-^f;l/75/yf/l/) -7- (2, 6 -^/I^tu^yS/VP 
) -4 , 7-yhFD-N, 0-y7f/P-2 - (4-yfWW H7xX/H -4- 

^yfxy [2, 3-b] ey^y-5-t Kn^-^io 

1$il¥8-29 56930»fc#J5 1 - 2CIE»^*S(CJ: Ofcfc. 
*3WJ1 5 

N- [4- [3- (N-^y^-N-pC^T$y>^) -7- (2. 6-^7/M- 
ckO^/U) -5-4 yyf-y;P-4-^y-4, 7-ytHofxy [2, 3-b] 
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\zVi?>-2-4A>l 7x-;k] — 2 — y "f-jvyurtvT ^ F 

(3- (N-^S^-N-y^TSyy^/l-) -7- (2, 6-^7;^O^y>7;p 

) -4, 7-ytHo-5-f u-^y^y^rsy^xx/u) - 

[2, 3-b] tfy>?y) 
^g3¥8 - 2 9 5 6 9 3^^SS<^1 5 7-1 0£fBS8<9;S1££i 
##0»1 6 

N- [4- [7- (2, 6-iSy)\,*w<yi;)V) -3- [N— (2-7/^a^y^ 

) -N-y^/ursyy^/P] - 5--r y/f 'j;^4-^v-4, 7-ytKnfx 

J 12, 3-b] eu^>-2-^f;l^] 7x-;P] -2-^f^TDA'y7$H 
(7- (2, 6-y7/^D^yy;H -4, 7-y'tKn-3- [N— <2->vM-n 

-N-y^/t-rsyy^/io -5->r (4->f yr^y^r 
5y7x-;W -4-«vfxy [2, 3-b] try^V) 

#^¥1 0-4 56 2 5<7)###I3-18 (1 ) KteK^^^J: 

n- [4- [5-\yy>f^-3- (N-^>^;U-N-^f-;UT^y^"f;^) -7- ( 
2, 6-£/7;^o^y^;P) -4-^V-4, 7-ytHDfxy [2, 3-b] tT 
liy>-2->f^]7xX;l/]-2, 2, 2 - hi? 7WoT-fe ^ 5 F 
( 5-0-V-f;U-3- (N-O-^/P-N-^^/UT^y^^/U) -7- (2, 6-x 
7)V*W<s.W)V) -4. 7-yhKD-2- ( 4 - b 'J 7/^ UT-bf /U7 ^ / 7 x X 

;P) -4-t^yfxy [2, 3-b] t'jyy) 

W1IPP1 0-4 5 62 5^##W13-1 9^iaK^^S^J:0^ o 
###J1 8 

3- (N-^yy>-N-^W^y^f^) -7- (2, 6-y'7/^n\yy>) 

-5--f y/fy;i^-2- (4-{yro^y7xx;i,) fxy [2, 3-b] tys; 

V-4 (7H) 

(3- ( [ n ~^yj)V- n -y 5 y y ^-/u] -7- (2, 
;U) -4, 7-^*t Hn-5->f y7 r ^-y;P-2- (4->f Vrn^y7xx/H -4 
-^yfxy [2, 3-b] ^y^>) 

^^1 0-4 5 62 5c7)##CT5-5 (2) Iznmw^miz £ 
9 

3- (N-^y/P-N-^^T^y^/U) -7- (2, 6 /I^tQ^S^P) 
-5->f Vrf-y/P-2- [4- (2, 2, 2-h'j7WDXh^y) 7i-W 

y [2, 3-b] try^v-4 (7H) 

(3- ( [N-<^^/P-N-y^;PT^yy^] -7- (2, 6-^y;^n^y^' 
;U) -4, 7-ytHn-5->fy^ty;l/-4-*#y-2- [4- (2, 2, 2- h 
'j7Wnxb^y) 7xx;p] fxy [2, 3-b] t'J^y) 
#ra^l 0-4 56 2 5^#^ij5-5 (6) fcrBB^*J£fc:J: 
HSSCT1 

3- (N-\yy>-N-Xf;l/7^y^fiH -7- (2-J* -2- 
(4-^h^7xX^)-4-^y-4, 7-yhh'nfxy [2, 3-b] try^' 
y-5 -^/hfyixf/U^f^ L ig» 5 lag 

(3- [ (N-^yy;i,-N-xf/H r^yy^-;H -4, 7-^'t Hn-7- (2- 

^b^r^V^/U) -2- (4-^Ky7xX/M -4-^yfxy [2, 3-b] 

f y 5 -^^^ygxf^x^f/P L 3 ) 

#13^8 - 2 9 5 6 9 3^IBS6WI6^iE»SfiTV^ 3 -:/n*y^- 7- ( 2-y 
h^^V^/P) -2- (4-y h^y7x^) -4-:**V-4. 7-yhKnfx 
y[2, 3-b] try yy- 5-^;^fVgXf ;^f/l^ (0. 40g, 0. 737m 
mo 1 ) fcN, N->?>f yrotfyPX^r^^ ( 0. 1 9mL, 1. 09mmo 1 ) O 
DMF (8mL) fBflttZ* N -^yi?jU3L+;UT $ > (0. 14mL, 0. 9 4 1 mm o 
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7$>£0. 28 2 g (iR^6 4%) !7>J-7^ (0. 275g) SrT 

-fehV (lOmL) fcftfiftLTSjKStf. £«B*fc:L«>3H (4 2mg ) WthV ( 
4mL) JWiMoifc. «aT5#RBB*Lfca. S*S«ET9*Lfc. «i$£T* h 
y-x-7^T*#LT. SaWk^*t»«fittfli:LTO. 2 7 5g»fc. 
UUS [L*3«tt] : 87-9 It 

i H-NMR [7U-TSy] (200MHz;CDCl 3 ) J :0. 97 (3H, t, 
J = 7. 1Hz) , 1. 39 (3H, t, J = 7. 1Hz) , 2. 6 6 (2H, br) , 
3. 80(2H, br), 3. 86 (3H, s) , 3. 87 (3 H, s) , 4. 29(2 
H, brs), 4. 39 (2H, q, J =7. 1Hz), 5. 17 (2H, s), 6. 9 
3-7. OlUH.m), 7. 10-7. 42 (6H, m) , 7. 79 (2H, d, J 
= 8. 4Hz) , 8. 4 1 ( 1 H, s ) . 

IR [LoSBKB] (KBr) i/:3422, 2980, 1 725, 160 5, 1 502 
,14 60 cm" i . 

TCfltftJrffi <C 3 5 H 3 6 N 2 0 5 S • C 2 H 2 0 4 • 1. 5H 2 O) 
IMMhC, 62. 26;H, 5. 79;N, 3. 92 
H9NI:C V 62. 09;H, 5. 73;N, 4. 08 

mm 2 

;U)-4-**y-4, [2, 3-b] trus;>-5-*;PsK>«x 

( 3-Oi?frtt>>*+A'-4. 7-yhKn-7- ( 2 b^O^/P) -2- 
(4-^Ky7x-W -4-**Vf-xy [2, 3-b] 

**flS^MI»>A [60%?*Kft] (55mg, 1. 38mmo 1 ) COD MF ( lmL 
) Jt/Uf<iRfc:* TtofrBSBfcSTF* Kyi?)VT)VZ}-)V (0. 12g, 1. llmmol 
)<ODMF ( lmL) J8«S:jDifc. PSST3 O^HJWH*. £*lfc:«FHPF8- 2 9 5 
6 9 30^ifiWI6(wiaasnTV^3-7'o^^-7- (2-^K^;H - 
2-(4-^b^fy7xx;M-4-^y-4, 7-ytHofxy [2, 3-b] tT 
U5^>'-5-^;^-K> / Kx^;PXXt';P (0. 4 0g, 0. 7 3 7mmo 1 ) ODMF ( 
6mL) mtZtnitz. L*#6RIG* * 3 BMHff . £UE 

flL RJ^^£«ET«»U »fe<ife^feBKxf-;Uk*waftT^*xi>A^ 
«T#ELfc. *«S:ifflKt^T«aiLfca. BRxf-/l«ai*S*irfrrlS»ftSfc!k 

XTJBffl) . aSft^nSr. ^ftfe^fefcLTO. I3 1g (JDW3 1X) Wfc. £<0 
ttttft (96mg) MW|x*rt>-4 yrnfcr;l/X-r^Teait$*. BfittA&6 1 
mgf#fc, 

Hl£: 1 5 3-1 54*C 

i H-NMR (200MHz;CDCl 3 ) 5: 1. 40 (3H, t, J = 7. 1Hz) 
, 3. 83(3H, s) , 3. 86 (3H, s) , 4. 40(2H, q, J = 7. 1Hz 
) , 4. 77 (2H, s), 4. 94(2H, s) . 5. 17(2 H, s) , 6. 86- 
6. 99(4H, m), 7. 20-7. 41 (7H, m) , 7. 50(2H, d, J = 8 
. 8Hz) , 8. 42 ( 1H, s) . 

IR (KBr) v : 2962, 1 725, 1 609. 1 595, 1499, 1462 c 
m- i . 

Tt&ftVim (C 3 3 H 3 j N0 6 S) 
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tftt: C, 69. 5 8 ; H , 5 . 48 ; N, 2. 46 
mmm: C, 69. 31;H, 5. 40;N, 2. 44 

3- (N-KyiSfr-N-* ^)VT -7- (2-y)U^Ky^;U) -5- 
*&9J4Ar-2- h^i/7x-;W fx; [2, 3-b] eys^-4 (7H 

) -:+>- 

(3- [ (N-O^/U-N-^^U) TS/^/U] -4, Ho-7- (2- 

yjU^raKy-jju) -5- ( n-^>-;^;^-;u) -2- (4--* b^y7x-/l/) 
-4-^yfxy [2, JgKJg) 

^¥8-2 9 5 6 9 3OWtW70>fl:£ft2 2 h L/CEBSftTHi 3 -70*** 
- (2-7/^0^^) - 5-^7°^y-T;U-2- (4--X h^y7x^) 
fxy [2, 3-b] (7H) (0. 14g, 0. 24mmol)i: 

N, N-^>fyro^xf;l,r$y < 0. 0 5 0mL, 0. 2 9mmo 1 ) CODMF ( 
1 5mL) W&\Z^ N-^yy;MW^ (0. 0 3 7mL, 0. 2 9mmo 1 ) £ 

^7A^o7h/77>f-C < J:^Sl (;no^-^^y-;k 

IB) . I3ft£0. 128g (JDW8 6X) fife. Sfcte, 7'J-T^ (0. 1 2g) £ 

x7oo^^y(8mL)Cg»?^ i^*«*C 1 Mx-^/MBBK ( 0 . 38mL) 

tLXO. 0 9g#ft. 

US [tftttt] : 1 6 0~1 7 2-C 

i H — NMR [7'J-7^] (300MHz;CDCl 3 )S:0. 89 (3H, t, 
J = 6. 8Hz) , 1. 30-1. 44 (6H, m), 1. 65-1. 74 (2H, m) 
. 2. 10-2. 40 (3H, br). 3. 27 (2H, t, J = 7. 4Hz), 3. 8 
6(5H, s), 4. 26(2 H, brs), 5. 27(2H, s) , 6. 96(2H, 
d, J =8. 7Hz). 7. 11-7. 4 2 <9H. m) , 7. 64(2H, d, J = 8 
. 1Hz) , 8. 36 ( 1H, s) . 

(C 3 7 H 3 9 N 2 0 3 SF ■ HC 1 • 2. 0H 2 O) 

fMttt:C, 65. 04;H, 6. 19;N, 4. 10 

USHfi: C, 65. 20; H, 6. 11; N, 4. 36 
^&0(4 

3- ( N -^>i/}V - N - > +)VT ) -5-^^o^^*/^^x;U-7- 
(2-7/P*D^y^) -2- (4-* F^y7x-/W fxy [2, 3-b] tTU^ 

v-4 (7H) -*y 

(3- [ (N-^^/u-N-y^p) rsy^f;H -4. 7-^^0-5-^0 

^Wl/*;^x;P-7- ( 2-7^00^) -2- (4-* h^y7xX^) - 

4- **Vf*xy [2, 3-b]bfU^> ig&iS) 

JI*fl3i:R«McLT. ^^8-2 9 5 6 9 3 OSSHW 3 4 «Dfc£ft 1 3£ LTIEK 
$iiT 3-/0^^^- 5 -is? u^*i/jViiiViZ—)V- 7 - ( 2 - 37/M*dO- 
z/)V) -2- (4-^Ky7i-;H fx/ [2, 3-b] tyy>-4 (7H) 
^ (0. 2 6g, 0. 4 6mmo 1 ) j*6*»fl:£*S\ SfeiKLTO. 255g ( 
1R^9 2%) 
US: 1 6 5-1 72-C 

i H — NMR [7'J-7Sy] (300MHz;CDCl 3 )5: 1. 33-1. 49 ( 
6H. m), 1. 74-1. 82(2H, m), 2. 01 (2H, brd) , 2. 10- 

2. 30 (3H, br), 3. 60-3. 80 (1H, br), 3. 88 (3 H, s), 

3. 91 (2H, brs), 4. 25(2H, brs), 5. 26 (2H, s), 6. 9 
6(2H. d, J=8. 6Hz), 7. 11-7. 40(9H, m). 7. 63(2H. 
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d, J=8. OHz) , 8. 26 (1H, s) . 
7C^^efffi(C 37 H3 7 N 2 0 3 SF-HCl • 1. 5H 2 0) 

tt-9:<l: C, 6 6. 11; H, 6. 15; N, 4. 17 

USS® :C, 66. 40;H ( 6. 0 8 ; N , 4. 18 

3 - ( N - O N - * ^)VT $y^f/W -5- (2, 2 -^f/U7°o; /l^ 
) -7- -2- (4-* h*y7x-/H fxy [2, 3-b 

] t:y^y-4 (7H) -^y JgBffi 

(3- [ (N-^y^/u- n-^^) rs/^f/u] -5- (tert-/f;W# 
x/U) -4, 7-ytHD-7- ( 2 - y)V^u^W)V) -2 - (4-^ h^f^x- 
;P) -4-^Vf-xy [2, 3-b] tf'J^> fSKig) 

mmm 3 1 lt . ^m^s - 2 9 5 6 9 3 o^ssw 3 a oit^m s t tx 

ixTt^3-:/n^f/P-5- (2, 2-^V^;urn^V^;U) -7- (2-7/M" 
a^y^/P) -2- <4-> h^fy7i^) fx; [2, 3-b] ei>>^-4 (7H 
)-:*>- (0. 15g, 0. 28mmol)K«Bft^, fifelflckUO. 13 
g (IR^9 2%) 
Bb£: 19 5-200-C 

i H-NMR [7'J»7iy] (300MHz;CDCl 3 )5:l. 32 (9H, s) 
, 2. 2 8-2. 34 (3 H, br), 3. 86 (5H, s) f 4. 25(2H, brs 
) , 5. 24 (2 H, s ) , 6. 96(2 H, d, J = 8. 8Hz), 7. 11-7. 4 
1 (9H, m), 7. 56 (1H, brs) 7. 63 (2H, brd. J = 7. 5Hz) 

tHWHWI (C 3 5 H 3 5 N 2 0 3 SF ■ HC 1 • 1. 0H 2 O) 

W-MI :C, 65. 97;H. 6. 01;N, 4. 40 

Ha01I:C, 65. 72;H, 5. 78;N, 4. 26 
^5£056 

3- ( N -^y y>- N - f ;l-7 $ 7 ^ f ;P ) -7- (2-7/^n^y^/P) -5- 

^^y-f;u-2- (4-> h^fy7x-;K fxy [2, 3-b] tru^y-4 (7H 
) tasss 

(3- [ (N-^yy>-N-^f;K T5y^^/I/] -4, Ho- 7- (2- 

yjVXuKVitfV) - 2- (4-^ h^fy7x-/H -4-**V-5- (n-^V^P 

fx; [2, 3-b] trys^v 4HR&) 

ftttffl 3 1 ntttc UT . nm^S - 2 9 5 6 9 3 Oglfcfl 7 Oflteft 20 t LTl SffiS 
ftTV^3-^o^f;P-7- (2-7Wo^) -5-^^y-f /l^-2- ( 

4- ^Ky7x-W fx/ [2, 3-b] tMJ^y-4 (7H) -:*>- (0. 20 g 
, 0. 36mmo 1 ) H«Bft^, 6fti*i:U0. 18g (OT88X) ftfc 

I8L£: 165-17TC 

i H-NMR t^U-TSV] (300MHz;CDCl 3 )S:0. 91 (3H, t , 
J = 7. 0Hz) f 1. 34-1. 41 (4H, br), 1. 70(2H, m) , 2. 0 
0-2. 50 (3H, br) , 3. 26 (2H, t, J = 7. 4Hz), 3. 86 (5H 
, brs), 4. 29(2H. brs), 5. 29(2H, s), 6. 96(2H, d, 
J = 8. 6Hz) , 7. 11-7. 41 (9H, m) , 7. 62 (2H, brd)8. 3 
7 ( 1H, s) . 

7C*4ttHi (C 3 6 H 37 N 2 0 3 SF • HC1 • 0. 9H 2 O) 

ft*K*I:C, 66. 58; H, 6. 19; N, 4. 30 

USHI : C . 66. 88;H, 6. 18;N, 4. 31 
Hlfe0!!7 

3- ( N -^yi/>- N f ;i/7 ^ y ^f ;U) -5- U-^/M-nKO-yw/i-) -7 
- (2-7/kta^://U) -2- (4-* h^y7x-;H fxy [2, 3-b] try 
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VV-A (7H) is^s 

(3- [ (N-^yy^-N-^f^) ray^f/l/] -4, 7-ytKD-5- (4- 
7/^D^y/>f ;U) -7- ( 2 >?/!✓) -2- (4-^h^y7x-;H 

-4-^yfxy [2, 3-b]tru^'y Jg&Jg) 

HSfefft 3 k mmz LT . #^F8 - 2 9 5 6 9 3 ^HS£#* 3 4 Oft^fe 14k LTIBK 
£*iT^*3-:/cr*-Xf7P-5- (4-7;^n^y/>f/i/) -7- (2->vM-o< 
>->-VU) -2- (4-^Ky7x-;W fxy [2, 3-b] tT'J^y-4 (7H) - 
(0. 48g, 0. 83mmo 1 ) *»l>aHft;£ft£. SfeBfcfcLTO. 46g ( 
11X^8 9%) '&tz. 
K£: 1 54-1 60X: 

i H-NMR [7'J-7Sy] (300MHz;CDCl 3 )S:2. 10-2. 20 ( 
3H, br), 3. 64 (2 H, br) , 3. 86 (3H, s) , 4. 14 (2H, br 
s) , 5. 28(2H, s) , 6. 94 (2H, d, J = 8. 4 Hz) , 7. 01-7. 
41 (11H, m) , 7. 80 (2H, brd) 7. 91-7. 98 (3H, m) . 
TCmttttm <C 3 7 H 30 N 2 O 3 SF 2 • HC 1 • 1. 0H 2 O) 

ff-^<i: C, 65. 82;H, 4. 93 ; N, 4. 15 

USUI: C, 65. 7 2 ; H, 4. 79;N, 4. 00 

wms 

3- ( N - O y /l^- N f ;P7 a 7 ^ f ^ ) -7- ( 2 -7/1/^-00^) -2- 
(4-^Ky7x-W -5 - (2-^^/P7 r ^y^7P) fxy [2, 3-b] try 

y-4 (7H> 

(3- [ (N-^i^-N-;*^) 7$/^f/U] -4. 7-xhKn-7- (2- 
?)V*w<>i;)l>) -5- ( l-^^;Urotfy^;^^/P) -2- (4-^h^r^^x 
-4-**yf-xy [2, 3-b] tru^v *ssaa) 
«*«3 kH«McLT. ^F^F8- 2 9 5 6 9 3 3 4 co{fc^ 7 fc LTfSS;* 
iXTV^3-7 r n^e^^;U-7- ( 2 - y;k*n<;y^7U) -2 - (4-^Kx7xX 

)V) -5- (2-yf-/u:/?y>f/u) fxy [2, 3-b] trys^-4 (7H) -^v 

(0. 20g, 0. 37mmo 1 ) frhWmit&tot:. afeH#i:LT0. 17g <JD» 
7 1%)§t. 
Bb£: 124-1 29°C 

i H-NMR [7'J-7$y] (300MHz;CDCl 3 )^:0. 94 (3H, t, 
J = 7. 4Hz) , 1. 17 (3H, d, J = 6. 8Hz), 1. 39-1. 49 ( 1H 
, m) , 1. 79-1. 89 (1H, m), 2. 10-2. 60 (3H, br), 3. 8 
6(3H, s), 3. 90-4. 10 (2H, br), 4. 42 (2H, brs), 5. 
35(2H, s), 6. 99 (2H, d, J = 8. 4Hz), 7. 01-7. 38 (9H 
,m), 7. 57(2H, brd), 8. 40 (1H, brs). 
7C*#*HI (C 35 H 35 N 2 0 3 SF-HC1-1. 5H 2 O * 0. 5CH 2 C1 2 ) 

n&m: C, 61. 91 ;H, 5. 78;N, 4. 07 

mmmiC, 61. 62;H, 5. 36;N, 4. 02 
3I&0I9 

3- (N-o^-N-^^r$y^f"/u) -7- ( 2-7;^o^y^;p) -2- 

(4-y h^y7x-/M -4-^V-N- (3-7x^7Dt/H -4, 7-^'t 
Hnfxy [2, 3-b] try^-S-^sK^SK ^St^a 

(3- [ ( N -^>-J)V- N - ^^r)V ) T^y^^/U] -4, 7-ytKD-7- (2- 
^/l^O^V^VU) -2- (4".X^y7x-;l') — N — ( 3 - 7 x -/W7°o bT/P ) - 

4- ^yfxy [2, 3-b] SKS) 

3 - 7 x x;l//n t;;UT 5X0. 1 9ml), M^f^7/^x^A ( 1M ^ 
?>®m. 0. 6 2ml ) fcit^oo^v (5ml ) <D;El^£*#T3 0#«l¥ 
flL »BW8-295693^BIM2 1^^3kLTBB8*iT^43- (N-^ 

v^/u-N-^/i/rsyy?^) -7 - (2-^;^n^y;u) -2- u-yh* 



1 
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y7x-/W -4-*^V-4, [2, 3 - b ] fcfU 5 

^Bif/l'XXf/KO. 18g) co^no^^v (3ml) mW&tUt. 
BMSffltffLfc. RflSffl£tt£**fc&S\ ?on*/^TttiBLfc. tiffi^i*lSKv 

QfMLfc (^Dnm^^wk 3%-2 0%Tif£K) . BaEfc^lfy-BK 
x^/U^g&JILT. «^7'J-7$yO. 12gfc»fc. Sfcfc* 7U-7 
5^(0. 1 2g) Sr^nn^y (8mL) (Cjg^^it. £ ^iBSfc 1 Mx-f7Utt 
Ul (0. 38mL) fcfcftTTniifc. *»*»ET9*U:8L x-x^TiJKtLT. 

109-1 16°C 

i H-NMR [7>J-TS^] (300MHz;CDCl 3 )S:l. 94-2. 04 ( 
2H, m) , 2. 16 (3H, brs), 2. 75(2H, t, J = 7. 7Hz), 3. 
49(2H, q, J = 6. 8Hz) , 3. 68-3. 74 (2H, br), 3. 85(3 
H, s) , 4. 18 <2H, brs), 5. 34(2H, s) . 6. 95(2H, d, J 
= 8. 7Hz) , 7. 01-7. 38 ( 14H, m) , 7. 64 (2H, d, J = 8. 1 
Hz), 8. 73 (1H, s), 10. 37(1H, brs). 

ytmttmm (c 4 0 h 3 8 n 3 o 3 sf ■ hc i • 2. oh 2 o> 

SUM : C , 65. 6 0 ; H , 5. 64;N, 5. 74 
HaOtt:C, 65. 96;H, 5. 74;N, 5. 81 
HSfePJlO 

3- (N-OyVN-^w$y^fyH -7- (2-7;^D^y^;W) -2- 
(4-^Ky7x-/H -5- (3-X*)l<7? ;4)V) fx/ [2, 3-b] fcTUi^ 
y-4 (7H) ig&ig 

(3- [ (N-Ov/U-N-X-f-AO TS^^/P] -4, 7-xbFo-7- (2- 
7^*0<y^) -5- ^;^x;U~2- (4-^Ki/7x 

-W [2, 3-b] t'Jy> «ttt&) 

mmstnwzLx. wbpfs- 2 956 9 3^137^^11 2 3 t ltis®$ 

*lTV^3-yo^>^-7- ( 2-7)V*uK.yi?)V) -2- (4--X h^y7x- 
/!✓) -5- O-^f-zl^yMAO fxy [2, 3-b] (7H) 
(0. 20g, 0. 3 7mm o 1 ) *>&»Efl:£ft£* SfeHttfcLTO. 14g (JR^ 

5 6%) flfc. 

MA: 1 74-1 80r 

i H-NMR [7y-T5^] (300MHz ; CDC 1 3 ) ^ : 0. 99 (6H, d, 
J = 6. 4Hz), 2. 00-2. 20(3H, br), 2. 20-2, 33 ( 1H, m 
), 3. 16 (2H, d, J = 6. 7Hz), 3. 60-3. 75(2H, br), 3. 
85(3H, s),4. 10-4. 30(2H, br). 5. 27 (2H, s) , 6. 9 

6 (2H, d, J = 8. 4Hz), 7. 11-7. 42(9H, m), 7. 63(2H, 
br s) , 8. 33 ( 1H, s) . 

7&*&Vrtit (C 3 5 H 3 5 N 2 0 3 SF • HC 1 • 0. 5H 2 O) 
fMM: C, 67. 11 ;H, 5. 92;N, 4.47 
H$!ffi:C, 67. 10; H, 5. 63; N, 4. 52 

mmmi 1 

3- (N-o^/w-N-^^r^y^^) -5-5/^o / <yf';^;usK— ;u-7- 

(2-7fr*W<>y&l>) -2 - (4^h^y7x-/K fx7 [2, 3-b] t'U^ 
y-4 (7H) S&S 

(3- [ (N-^yy>-N-XfyH 7i/^f;H -4, 7-yt h'n-S-y^o 
^v?y#/l^:-/U-7- (2-7^n<^^;U) -2- (4-^h^y7x-;H - 

4- ^yfxy [2, 3-b]tfy^y *&&&) 

iafc«3fcH«cLT* WHW8-2 9 5693<02WH34<^^»1 ltLTEU 
SilT 1^4 3 -yo^^f^- 5 -is9u^y+n,iiiV#zjV- 7 - ( 2 - ^l^foO- 
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-2- (4-^h^y7x-;W fx; [2. 3-b] WzS>-4 (7H) 
V (0. lOg, 0. 18mmo 1 ) ft>&8B<teft£ . &fe@#£LT0. 07g (JR 
^7 2%) 

Mj£: 1 20-1 25X: 

i H-NMR [7'J-T^] (300MHz;CDCl 3 ) ^ : 1. 66-2. 15 ( 
1 1H, m) , 3. 55-3. 7 5 ( 1 H, br), 3. 86(3H, s) , 4. 10- 
4. 5 0 (4H, m), 5. 28 (2H, s) f 6. 97 (2H, d, 3 = 1 . 3Hz) 
. 7. 12-7. 40 <9H, m) , 7. 50-7. 70 (2H, br), 8. 31 (1 
H. b r s ) . 

7C*#flNI (C 3 6 H 3 5 N 2 0 3 SF ■ HC 1 ■ 2. 0H 2 O) 
H-Sl<S:C, 64. 80;H, 6. 04 ; N, 4. 20 
HSW:C, 64. 80; H, 5. 68 ;N, 4. 47 

3- ( N N - * +)V7 5 y ^ ^ ) -7 - (4-7;^O^V>?;P) -2- 
(4-^^y7x-;P)-4-^V-4, 7-ytHnfxy [2, 3-b] try ^ 

(3- [ (N-O^-N-^^U) T^y^f-zU] -4, 7-S/b Hn-7- (4- 
yjUXwOiSfo) -2- (4-^ h*x7xXA0 -4-^Vfxy [2, 3-b] 

«pBB¥8-2 9 5 69 3<0###ll 8 £Ett$*lTV*S 3 - (N-\y^-N-^f 
;UT$y^f;P) -7- (4-7MD\yi;;K -4-th'D^y-2- (4-*h* 
x7x-;H fxy [2, 3-b] e'j> ? >-5-^^>'Srx^x^'f;K0. l 5 
g, 0. 32mmo 1 ) % $tW* ] J i yj± (88mg, 0. 64mmo 1 ) &£lf£oit# 
U^A ( 1 Omg. 0. 0 6mmo 1 ) <T)DMF ( 3mL) jffitttZ. 4-7 !V*W<.>i? 
)V9UVY (0. 0 5 7mL, 0. 4 8mmo 1 ) fcjoifc. EJCfflES 5 O^Tl ^HSIfB 

S(^DD^-^^y-yk 3%-20%Tlgai) Lfc. »4><tfc«*WciN a 
» (>?x^x— rA««. 0. 4 0ml) fcjni. aaT54»ffl»PUfca. 

0 68g^:. 

BL6 [£!££] : 227-230*C 

1 H-NMR [fiBSS] (200MHz ;CDC1 3 ) ^: 1. 47 (3H, t, J = 7 
. 2Hz), 2. 90 (3H, s) , 3. 87 (3H, s) , 4. 33-4. 85 (6H 
, m) , 5. 41 (2H, s) . 6. 96-7. 47 (13H, m) , 8. 60(1H, 
s) . 

mnm 13 

3- ( N -^sVjV- N - > ^)VT * ^)\» ) -7- (3-7)V*uK.>i?iV) -2- 
(4-^f*y7x-W-4-^y-4, 7-yth'ofxy [2, 3-b] tTU ^ 

y-5-*;^yBxf;i/x^f^ SKS 

(3- [ (N-O^/P-N-y^P) 7^y^f;H -4, Hn-7- (3- 

^/i^u^s^u) -2- (4-^h^fy7x-;H -4-^Vfxy [2, 3-b] 
e y y y- 5 - ^/^ygxf ;^xxf;p 

mm 1 2 H«*WH6T\ aBfl:-&?»S: Sfef£iFa£ LT0. 2 1 . 
Ht6[gB8B] : 180-183X: 

i H-NMR [JSBSS] (2 00MHz ;CDC1 3 ) ^ : 1. 42 (3H, t, J = 7 
. 2Hz) , 2. 90 (3H, s) , 3. 86 (3H, s) , 4. 32-4. 74 (6H 
, m) , 5. 47 (2H, s ) , 7. 01-7. 16 (5H, m), 7. 33-7. 57 
(8H, m) , 8. 63 ( 1H. s) . 
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£JfcWl4 

[4- [3- (N-O-x/U-N-^^/UTSy^f-^] -7- (2, 6-y'7WD^ 
^) - 5MV/f 'J/l/-4^y-4, 7-xt Knf-xy [2. 3-b]tfl> 

(3- t (N-^y^-N-^^U) T$y>f-;U] -4, 7-ytHo-7- (2, 

7x-;W [2, 3-b] try^v) 

X81 : 

N, O - f /H H n ^7 ^ ygKS (2. 49g, 25. 5mmol)>M 
yroe;l/Xf;P7^y (4. 3 0ml. 25. lmmo 1 ) fei^nn^^y (2 
Om 1 ) h im^t/i^-^ ( 1 . 5M hwySS, 4.11 

ml. 6. 16mmo 1 ) Ste^, *^T30*. Ifflt30^«ffl W8-2 
9 56 9 3OS««3e0ft;^*10i:LTlBttS*lTV^7- (2, 6-y7Wn^yy 
;P) -2- (4-^h= 3 fy7x-;H -3-^^-4-^-^7-4, 7-ytKofx 
^[2. 3-b] t'Jyy-5-^>'Bxf;l/XXf;K2. 4 1g, 5. 13mm 

0 1 ) **»T*Il£fc. RlE^^3S:*^T2^[a«^«. * ( 1 Om 1 ) £Jn;cTKJE 

oQ*/w>-**y-/K 1%-1 5%Ti§tt) . »4><tfefSJMEBaE**Bx^-4 
yrn^x-f^^S^L, 7- (2, 6-^7/k*o<y>-7U) -3. N-^ 
f-;U-N-^ h*>—2- (4-;* h^ry7x-il/) 4-**Y-4, 7-yfcHDfX 
y[2, 3-b] tr»J^>—5-^7^$^$K^*feS H B B i:LT2. 2 6gftft. 
HA: 210-2 12*C 

1 H-NMR (200MHz;CDCl 3 )S:2. 66 (3H, s) , 3. 34(3 
H, s), 3. 75(3H, s), 3. 85 (3H, s), 5. 2K2H, s), 6. 
95-7. 0K4H, m), 7. 33-7. 45 (3H, m) , 7. 7 6 (1H, s) 

1M2 : 

7- (2, S-i?y)V*w<jyis)V) -3, N-^^-N-^h^>—2- (4- 
^Ky7xX/H4-^y-4, 7-ytHnfxy [2, 3 -b ] tf V : J>- 5 - 
tf/l'jtfS-frS H (2. 22g. 4. 58mmo l >\ THF (30ml ) fei^on 
(20ml ) a>m^l>Z2U >fVrot^7/*yW;DyH(3. 44ml 
, 6. 8 7mmo l ) £*}frTiO£fc. RJtffl^fe*»TT2«IBBIB«tw 0. IN 
HC l (50ml) Jni. »BPC^-«»*IB*-C*SL. *MW***>Br**''*5' 

no*/UA-;><?/-/U, 5%Tl§aj) fc. »6*ifcB**limxf^-4 vr 

De/l/X-f/W^Sfe B s B L. 7- (2, 6-y7/Wn^y/H-5->(y7'f l J^ 
-2- (4-^h^7xX;H -3-^fWxy [2, 3-b] tT'J^y-4 (7H 
) -*V**fettftfcLTl. 0 7g^. 
HA: 181-183TC 

i H-NMR (200MHz;CDCl 3 ) S : 1. 17 (6H, d, J = 6. 8Hz 
) . 2. 65 (3H, s ) , 3. 85 ( 3H, s). 4. 07-4. 20 ( 1H, m) . 
5. 26 (2H, s) , 6. 95-7. 01 (4H. m). 7. 33-7. 45(3H, 
m) . 8. 29 ( 1H, s ) . 
JLU3 : 

7- (2, 6-^7/^nO-^) -5-^y/f 'J/l^-2- (4-^h^7xX 
)V) -3-^f/l/fxy [2. 3-b] t'Jy>-4 (7H) ( 1 . 0 0g. 2. 

1 4mmo 1 ) <r>is9uu*?> (20ml ) mmz. *#T. tg^T^-^^A ( 1 . 
4 3g. 10. 7mmo 1 ) tisX^VXJVy 4 F (0. 96mL 10. 7mmol) 
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^tftanHMc-wraiu *wraB»xf^TttaiLfc. 3mmzm&&*z'm?L 

-rbf^y <<-lzJ:DngiL (?x2-a-fc)\,K-*f J-iV, 3%~1 5%Tigft) Liz. 

mat**? j-iv-TQm^&iv-' r yrot^i-f/PtiBfti,. 7- (2. 6-^:7 

iV^uKVitfl,) -2- (4-b Ko4r>-7x-/P) -5-4 V^'J^- 3-*f-;^?- 
xy [2, 3-b] (7H) -*>-£*tfet£ 8 E li:l,TO. 5 0 g*fc. 

BUS: 2 3 8-2 3 9t; 

iH-NMR(200MHz;CDCl 3 )J:l. 17 (6H, d. J = 6. 6Hz) 
. 2. 6 4 (3H, s). 4. 09-4. 18 ( 1 H, m) , 5. 26(2H, s). 6 
. 91 (2H, t, J = 8. 1Hz). 7. 29(2 H. d, J = 8. 7Hz), 7. 3 
6-7. 45 (1H, m) , 8. 29 (1H, s). 
lH 4 : 

7- (2, S- s JyiVitu^y ! J)V) -2- (4-hHo^7x^;H -5-4 V 7 
fy;u-3-^f/Pfiy [2. 3-b] eyyy-4 (7H) -^v (o. 48g, 1 

. 06mmo 1 ) £7)DMF (10ml ) *HrF**fc"** h U ? A (0. 05mg 

.1.1 7mmo 1 ) Zttiltz. 3 0M, >K^Wd>J H (0. 20m 1 , 2 
. 6 5mmo 1 ) Ztiat. *#T4B*raifJ¥L*:. X.9 S-A> (5ml) fcJnifcflL R 

-^y-/Kl%-l 0%) T-^ajL^. aS»E9«ftJSR (20ml ) (dKHU N 
— ^o ; 6C:(S<S!'f 5 H ( 0 . 18g, 1. OOmmoDta, a' -T/b'^VT' 
fDZhy;KO. 03g, 0. 20mmo 1 ) fcHuifc. K£&&ft£23iaaSU 

«*-c8»u *^eii^^*^AT'faaf£, «bet^«^s*l^. aaac. dmf 

(10ml), yMVro^Hf/l.TSy (0. 17ml. 1. OOmmo 1 ) tJitX 
N, N-^yA'lf/l'TiytO. 13g. 1 mmo 1 ) trtat. m&T'l 6&fffim 

Ltz. Km&2Mzw8t^j\stmmm*TimL. yum^mm^^x-mtHLtz. n 

SJTHF (20ml) t=»»U «&K (2ml) Srfln*., £ST2BaBH»PLfc. K 

«»fciwanr*fcifcs\ PKx^-caaiL*:. w^f7Wfc»iftmr*-caeu * 

ft. «ffT»«tS*Lfc. SSttCDMF (10ml). B3&*> >J «7A ( 0 . 1 2 g. 0 
. 83ramol), id-fb&'J^A ( 0 . Olg, 0. 0 8mmo 1 ) . fci^/otS 
l^f/KO. 08ml, 0. 8 3mmo 1 ) SrjDi. SaT2Bflffi»fLfe. RJSg^ 

3X-20X-C»aj) teJ:9«HL. 7^7r^«^ifl:^iO. 3 7g»fc. 
'H-NMR(200MHz;CDCl 3 )J:l. 80 (3H, s). 2. 78 (3H 
. s). 3. 84 (3H, s), 3. 92-4. 00 (1H, m),4. 37 (2H, s 
). 4. 62 (2H, s), 4. 74(2H, s) . 5. 42(2H. s). 6. 99- 
7. 08(4 H. m), 7. 27-7. 46 (8H, m), 8. 49 (1H. s). 

mmmi 5 

2- [4- [3- (U-'<y i Jn,-*l-**frT$.;X*)V) -7- (2, 6-^*7^ 
nl^iS/U) -5-4V7+Vns-4-**rV-4. 7-y'hFnfiy [2, 3-b] 
fJyy-2 — f/U] 7i;#y] T-fe^S H 

(2- (4-7Sy^-;MhJf>'7i-;l') -3- [ (N-^y/P-N-^f-;P 
)7S^f/H-4, 7-ytFD-7-(2, -5-4 7 

rfy;i-4-^yfxy [2, 3-b] try 5^) 
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[4- [3- ( N -^V'JlV- N -y ^)VT a/^W) -7- (2. f>-V7ti,*U 
-5--f V/f !i^-4-**y-4, 7-ytHDfxy [2, 3-b]tT 
7x/^x] ItK^^/P (0. 3 1 g. 0. 48mmo 1 ) <T)X? J 
-/MlOml) «HWc. y *y-/M47>-*:X7 ( 5m 1 ) SrSfli. 8B$BHK 

-r/U^S&ft U Mfc-^fcltfMSftfc LX 0 . 2 4 g»fc. 
1 63-1 65-C 

i H-NMR (200MHz;CDCl 3 ) ^: 1. 18 (6H, d, J = 6. 6Hz) 
. 2. 15(3H, s) , 3. 68 (2H, s) , 4. 19 (3H. s) , 4. 56(2 
H. s) , 5. 27 (2H, s) , 5. 67 (1H, s) , 6. 5 9 <1H, s) , 6. 
98-7. 03 (4H, m) , 7. 18-7. 25 (5H, m) , 7. 37-7. 46 ( 
1H, m), 7. 77 (2H, d, J = 8. 3Hz), 8. 30(1 H, s). 

3 - ( 3, 4-5/'hKn-lH->fy*y!l^-2->f;Wf^) -7- < 2-y h*>- 
-2- (4-^b^y7x^M -4-:*3rV-4, [2 

, 3 - b ] e u i?y- 5 -^y^yixf/pxxf/i' 

Uttftl tmm^mx\ 2 9 5 6 9 3cOHI6WI6tlEiK$iXTV^ 3-7 

n^yfvl^-7- -2- (4-^Ky7x-/H -4—** 

y-4, 7-ytKofxy [2, 3- b ] ty i/y- S-^/^VKx^/Pxx^i: 
x h 5 1 F o 4 V * y U y J: «J Lfc3- (3, 4-:x t F n-llM y * y 'J ^-2-4 /M ^/P 
)-7-(2-y h^r^O> ? ;W-2-(4-y h + y7xx;H-4-«y-4,7-yt Kofxy [2,3- 

b] t: y x>5-^;^yKxf/i/ ( o . 2 2 g ) cox^ y -/PSiKfc: 1 o Ntg&-x* y 

( lmL) fcioifc. S»T54Mai»PLfe«. ««*«ET9*Lfc. »8E*aMfc 
yf-Uy-pKxf-zUT^LT. ^fc-&ft£3KfiBi!il: LT 0. 10 g»fc. 
i H-NMR [SBSS] <200MHz;CDCl 3 )S:l. 38 (3H, t, 3 = 1 
. 2Hz), 2. 93-3. 73 (6H, m) , 3. 82 (3H, s) , 3. 87 (3H 
. s), 4. 21 (2H, s) , 4. 35(2H, q, J = 7. 2Hz), 5. 34(2 
H. s), 6. 81-7. 46 (13H, m) , 8. 67 (1H, m). 
IR [JBBHS] (KBr) v:3424, 2978, 1719, 1605, 1502, 1 
441, 1386, 1 294. 1 253, 1 180, 1 1 27, 1025 
7C*4Hffli (C 3 5 H 3 4 N 2 O s S • HC 1 - 3H 2 O) 

fHttt:C. 61. 35;H, 6. 03;N, 4. 09 

£«tt:C, 61. 28;H, 5. 56; N, 4. 59 
FAB-MS n/e 595.2 (MH+). 
HJS0H17 

3- ( N-^yy/u-N-y^uT^yyf^) -7 - (2-y b^^y^/u) -2- 

(4-^h^7x-;H-4-^y-4, 7-ytHDfX/[2, 3-b]tTU^ 

(3- [ <N-^>-^7P-N-yf-;io r$yyf-;p] -7- (2-*v*i"^> i J)i>) 

-2- (4-^h^7x-iW -4-**Y-4, 7-yhKDfxy [2, 3-b] 

try 

#^8-2 9 5 6 9 3<nmm9<r>fc&tol 5 t LTE»3ixTVv&3- (N-OS^U 
-N->f-;^T5y>^) -7-(2-y h^y^^)-2-(4^b^y7xX/W-4-^y-4 
,7-^t Fnf-xy[2,3-b)tf Vi?V-^ii)ViZV&^)V3LX*r)V (0. 15g, 0. 2 
6mmo 1 ) tOTHF (lOmL) 1 N-*Rffrt F 'J ^ASriDifc. 

Slft^M^aTO. 10g <JR*67%)f*fc. 
188-1 90-C 



(88) #^2004-300147 (P2004-300147A) 

i H-NMR (200MHz ;CDC1 3 ) ^ : 2. 07 (3H, s), 3. 63(2H 

. s) . 3. 86 (3H, s ) , 3. 87 (3H, s), 4. 08(2H, s), 5. 2 

8 (2H, s) , 6. 93-7. 03 (4H, m) , 7. 15-7. 45 (8H, m) , 

7. 70 (2H, d, J = 8. 5Hz), 8. 74 ( 1H, s). 

IR (KBr) v : 3406, 2942, 2842, 1 729, 1 605. 1477, 1 

294, 1253, 1 222, 1 1 78, 1 141, 1 1 18, 1025 cri. 
7c£#flr<I (C 3 2 H 3 o N 2 0 5 S • 3H 2 O) 

fMHIrC. 63. 10; H, 6. 12; N, 4. 60 
mmm: C, 63. 45;H, 5. 41;N, 4. 56 
FAB-MS n/e 554.3 (M+). 

mm is 

3- ( N -^yy/l/- N — y a/^f^) -7- (2, 6-^^/P^O^>^;U) 
-5- ( 2 - 1 KD^r^ 2 -^f ;^rDAV>f -2- (4--hD7x^) f-X 
y [2, 3-b] tTU^-4 (7H) 

(2- (4--hD7x-;K -3- [ ( N -<> is)V- N-^f/H T*yyf^] - 
7- (2, 6-^7/^n<ys;;U) -5- ( 2 - b Ko^- 2 -y f7P7"n;\V>f ;U 
) fxy [2, 3-b] tru^y-4 (7H) -:*>-) 

#53^8 - 2 9 5 6 9 3<7)H^^4 7 (0it^2 t LTBBSJlT t** 3 - ( N 

s^-N-y^/i/rsyy?^) -7- (2, 6-^7/M-o / <>'^) -5- (2-y 

fvi^Tu/W-'f/U) -2- (4--hD7x-/H fxy [2, 3-b] tf'J^y-4 ( 
7H) -*>(0.48g)*^DQ>^y(lW)(dS»S*. ^T47Wfl**» (0.3W 

,) tnhwrcaru wcioarawpufc. £ORfls»te**<39/zi) tarru 

K£2 4BaaSfflT»»Lfc. EiKRt^DD* ^>-(30nl)fcMW* (ttft. 60iil)^ 

£ri£ETfc:S*U MfeT^l^rxA (0.53g) % ^ti^it^i^ ^)V* 

;W»TSF (30il)t=»»S*. aaTifflWU^ (2.08) *10iTl(Xrc-C20B«W 
ffUfc. RB»*IH«x^;K3(W)i:* (30ml) t *®iSJK»Kx^ (10m 
1) : &^^^S^»A^*(30ml)Tgt^L^* ^Jl£$a£(MgSQ 4 )& 

. y ^^^S^ B lTS^ B B H^ft^ (0.17g) 

i H-NMR (300MHz ; CDC 1 3 ) $ : 1. 49 (6H, s), 2. 17 (3H 
, s), 3. 64 (2H, s),4. 18(2H, s), 5. 35 (2H, s), 7. 0 
0(2H, t, J=8. 1Hz), 7. 15-7. 48(6H, m), 7. 68 ( 1H, 
s) , 8. 05(2H, J = 8. 7Hz), 8. 26(2H, J=8. 7Hz), 8. 3 
7 ( 1 H, s ) . 
!Uft0!l9 

2- (4-7^/7x^/1/) -3- (N-^y^-N-^f/l/T^y^fW -7- ( 
2, 6-^7/^00-^) -5- ( 2-hKn^-2-y^/Uruy\V>f/U) ^x 
y [2, 3-b] t'J^y-4 (7H) 

(2- (4-r$y7x^) -3- [ ( n -o V)V- n - y ) rsyy^-] - 

7 - (2, 6-^7;^o^>-^) -5 - (2-bHD^v—2-y^/PrDy\v^;^ 
) fxy [2, 3-b] tr»J^y-4 (7H) -:*>-) 

3- (N-o^-N-yf-^rayy^u) -7 - (2, 6-^7/^00^ 

) -5 - (2-t Fo^i/-2-y^;PrnyNV>f ;U) -2 - (4--bD7x-;K 
xy [2, 3-b] tTUxV-4 (7H) -^V(1.5g)^y 9S-M5*l)1NlLtz* 
0.7g)i5.fct««BR<6 ■Dt*»T8rFL**«^Jnifc. »m»T«, lBSIHSaTHHf 

u -fe7>f h«»Lfc. ^oi^^*^hy^*^(60mi)^jnji, 

VTi*a(30mlX3) Lfc. »aj»fefti>itT*«*Tas»L, S&i*(MgS0 4 >gL Jg«£«S 
Sa&ffc^fo (1. 4g) ZWz. 
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US: 160-1 65-0 

i H-NMR (300MHz;CDCl 3 )S:l. 4 9 (6H, s) , 2. 07 (3H 
. s) , 3. 61 (2H, s), 3. 86(2H, s) , 4. 12 (2H, s), 5. 3 
1 (2H, s). 6. 74 (2H, d, J =8. 6Hz), 7. 0 0 <2H, t, J = 8 
. 1Hz), 7. 14-7. 47 <6H, m) , 7. 57(2H, J = 8. 6Hz), 8 
. 08 ( 1H, s ) . 

I R ( KB r ) v : 4414 , 3370 , 2364, 1671, 1593, 1499, 1475, 1301, 1241, 1185, 10 
77, 1038 cm- i . 

Tt&ttVrm (C 3 3H31N3 0 3 SF 2 ) 

fttM: C, 67. 44; H, 5. 32; N, 7. 15 

H»I: C, 67. 24;H f 5. 41;N, 7. 62 
FAB-MS m/e 588.2 (MH+) . 

N- [4-(3- ( N N — ^^;UT ^ J * f)V] - 7 - (2, 6-3/:7/M-n 

-2- (4->h^i/7x-;P) -5- {Z-*Tr)V7un;A)V) -4~* 
*V-4, [2, 3-b] ] 7i-;H ~3- 

(N- [4- (3 - [ (N-<yy>-N-^f;W T^/^^U] - 7- (2, 6~'J 
y/U^aKy^) -2- (4-^ h^y7x-/K -4-^^rV-4, 7-yhKof 
xy [2, 3-b] Wi/y- 2-4)V) 7x-;H -3-^ h^r^- 2-^^urn^- 
F) 

8-295693 <^^6I^J 5 5 ISKO^STlt £>i-U>2-<4-T£y:7xX/U 
) -3- ( N -\yy^-N-^W7 $ 7 -7- (2, 

;U) -5- (2-p<^ro>'NV>r;P) fx/ [2, 3-b] W : J>-4 (7H) 
>- (0.14g)?:te 7 tc^b^^^y(2ml)^^^ tK#T (0°C) h »J xfvPTS ^ (0.03 

lmDSrJoi.^. fSTm^T (0*C) TJEtC. 4 0#fa«ffL*:« raJ^Sr&'fL^l^ 
(25ml)h^f^S/f7k (lOml)hC^lSL. *®iS^^f-^^(25ml)Tl*ai Lfc. 

fzm^mm^^-^vy'a^ux.-^juvw^Lx. mgmi&nmmit^m (o. 

32g)£f#£o 

MA: 99-10 rc 

1 H-NMR (3 OOMHz ; CDC 1 3 ) : 1 . 18(6H, d, J = 6. 9Hz) 
, 1. 25(3H, d, J = 6. 9Hz), 2. 74-2. 84 (1H, m), 3. 21 
-4. 08(8H,m), 3. 44(3H, s),4. 0 8-4. 18 (1H, m ) , 4 
. 27 (2H, brs), 5. 29 (2H, s), 7. 00 (2H, t, J=8. 1Hz 
), 7. 21-7. 47 (6H, m), 7. 69 (4H, m), 8. 32 (1H, s) . 
IR (KBr ) u : 4596, 3452, 2976, 1673, 1 599, 1 524, 1 
495, 1473, 1381, 131 1 cm-i. 
imftVrm (C 3 8 H 3 9 N 3 0 4 SF 2 ■ 1H 2 O) 

tfStffi:C. 66. 17; H, 5. 99;N, 6. 09 

I6HHI: C, 66. 43;H, 5. 79;N, 5. 76 
FAB-MS m/e 6 7 2.2 (MH+) . 

mmm2i 

N-[4-t3- (N-^yy;t/-N-^ ^;UT ^ / ^ ) -7- (2, 6-^7/M-Q 
-5- (2-bHn^^-2-^^7-nyNV>f;P) -4-^V-4, 7- 
xtHDfxy [2, 3-b] tfLJSy>-2 — f/H7xX;H) -3-^ 

N- (4 - (3- [ (N-^^-N-,Xf;l/) T^y^^/U] -7- (2, 6-x7 
^o\yy;H -5- (2-hKo=*^-2-^/l/7'n;\V>r/U) -4-^V-4 
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. 7-ytKDfxy [2, 3-b] 7x-/H 

N- [4-[3- ( N Vfx/U- N ^)VT 5 fvW - 7 - (2, 6-^:7/1^ 
n^S^) -5- (2->^roy\V>f;P) -4-:**V-4. 7-ybHnfx/ 
[2, 3-b] fU^y-2->f;P] 7i-;H -3-* h^x- 2-^^roy^r 
5F(0.48g. 0.75nmol)?r^nn^^va5ml)fcig»S*, SfflT47»Wbic*» (0.35 
ml, 3.0nnol) £ HhWrcSTFU 5Et 1 04MBBWPLfc. £*>E«»W:J** (39jul. 
0.75mol) £r?STU JE*3 2 4WBSaTJfB ! F Lfe. RJEfSSr^^oo^^ V(30al)i:S 

(am. 60mi)fck:#EU tisiii^sM* doomi )Ta»Lfc. *r«8Ji£i£ 

flKH^SQt)*. *«E*«ETft:«*U. fcfeTt/l^T** (0.53g) »4>*ufc 
^!;y7f;^;U7$ F (30nl)fc»»*-fr. SSTBItfr U^i* (2.0g, 20mno 
1) *JPiT10<rcT20l«aBWPLfc. EJB»ti»x^;K3(W)!:* (30al)i:fc:#eL 
. *JHiS«i»x^ (KM) TttffiLfc. ^Jl&^SKfiSftAa*(30Bl)T-i!fe^ 
Us. *«U§^f£«(MgS0 4 )Si. JWt«EETte«*L. »feiifcEMct^U*y;^9 

A^DvbmtftRLT, ^^y-^^se B H B tTHfeS B B H o^afl:^i (o. 2 

Og) 

ftjft: 9 7-1 0 2°C 

1 H-NMR (300MHz;CDCl 3 )S:l. 25 (3H, d, J = 7. 2Hz) 
. 1. 4 4 (6H, s) , 2. 0 3 (3H, s) , 2. 67-2. 76 (1H, m) , 3 
. 47 (3H, s) , 3. 57 (2H, d, J = 6. 1Hz) , 3. 61 (2H, s). 
4. 13 (2H, s) . 5. 32(2H, s), 7. 01 (2H, t, J = 8. 1Hz) 
. 7. 15-7. 2K5H.ni), 7. 37-7. 47 (1H, m) , 7. 60(2H 
, d, J = 8. 7Hz), 7. 7 3 (2H, d. J = 8. 7Hz), 8. 35 (1H, s 
) , 8. 46 ( 1 H, s ) . 

I R (KB r ) v : 44 56 , 3428, 3066, 2980, 2936. 2370, 1 
673. 1 628, 1 593, 1 526, 1497, 1475, 1408, 1 375. 1 
313. 1241, 1 193, 1 108 cm" i . 
7Cm##f® <C 3 8 H 3 9 N 3 O s SF 2 ■ 0. 5H 2 O) 
ttJM:C. 65. 50;H, 5. 79;N, 6. 03 
mmm: C, 65. 5S;H, 5. 61; N. 6. 03 
FAB-MS m/e 6 8 8.2 (MH+) . 

N-(4-(3- ( N -^VisJV- N f*/UT */**)V) -7- (2, 6-^7/k*Q 
-5- (3-t Ko^r^-2-^^rn^V>f/U) -4-:**7-4, 7- 
ytFnfiy [2, 3-b] t:Uyy-2MW7x-;H) -3-^h^^-2-^ 
WDy\V7^ F 

(N- (4- (3- [ ( N -^yi/)V- N-*^V) r^y^^;p] -7- (2. 6-i^ 
7/U^-Q<^£//P) -5- ( 3-hFo^-2-;<f^ro/NV>r/P) -4-:**V- 
4, 7-yhKDfxy [2, 3-b] W itv- 2-4 )V) 7x-;H -3-^F*^ 
- 2 - > f/lz/oywr 5 F ) 

^Sfc#l2 l<0#i£Tttl£LT<4N-[4-(3- ( N-0^-N-^f-;PT 5 
^/U]-7- (2, 6-is7!U*n'<>>i?jU) -5- (^^^»Ja>f/W -4-**V- 
4, 7-ytHofxy [2, 3 -b ] tU 2-4 )V) 7x-M- 3 h*>— 

i)wt»s*raa , ci«iaB«tLfc. RjGffi^TiaraeBU »6itfc«aE*>^o 

n^^GOil )£«»«»* (60ml)i:£#EU *Jf JiWJK^no.*^ (km) T* 

»ajLfc. tiwi^ssisitt8*(3o»i)'es»L^. ^a^ffi«(Mgso,)m. si 

(V&Mc&to ( 0 . 03g) 
MA: 90-92°C 
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i H-NMR (300MHz:CDCl 3 )*:l. 16 (3H, d, J = 6. 8Hz) 
, 1. 25(3H. d, J = 6. 7Hz), 2. 1 5 (3H, s ) , 2. 71-2. 80 

(IH.m), 3. 47 (3H, s) , 3. 58(2H, d, J = 6. OHz), 3. 6 
9-3. 84 (2H, m) , 3. 91 (1H, dd, J=l 0. 2Hz, 4. 5HzK 
4. 09-4. 36 (3H, m), 5. 29 (2H, s), 7. 01 (2H, t. J = 8 
. 1Hz) , 7. 17-7. 24 (5H, m) , 7. 37-7. 47 (1H, m) , 7. 
63 (2H, d, J = 8. 7Hz) , 7. 68 (2H, d, J = 8. 7Hz), 8. 33 

(1H, s) , 8. 53 (1H, s) . 

IR (KBr) u : 4544, 3856, 3748, 3430, 3088, 2978, 2 
936, 2880, 2364, 1 673, 1 597, 1 526, 1495, 1473, 1 
408, 1 37 1, 1 3 1 3, 1 24 1, 1 1 93 cm' * . 
FAB-MS m/e 6 8 8.2 (MH+) . 
*i£W2 3 

N-[4-(3- (N-^y^;U-N->^;PT5y^^) -7- (2, 6-S/7;M-n 
^y^/P) -5- (2-fcHo^r^-2-^^-;U'rn>'NV>r/U) -4-**V-4, 7- 
i/'th'Pfxy [2, 3-b] tfl!> ? y-2->f;U)7x^)) -3-tFD^y-2- 

(N- (4- (3- t (N-^i^-N-^/U) T^y^^/P] -7- (2, 6-5/ 
7;U^n^y^>) -5- ( 2-b Hn^^-2-^^-;l/roy\V^;^) -4-**V- 
4, [2, 3-b] tf'J 2 ->f ;U) 7x-/H -3-tFo* 

^-2-^^;urnyN e >'T5 F) 
n-(4-[3- (n-^v^-n-^/i/t^/^^) -7- (2, 6-^'7/M- 

□^>y;K -5 - (2-t Ho*y-2->WDyV>f^) -4-**y-4. 7 
-y'tFnfxy [2, 3-b] b^r^-2-^ 
f^Tny^TS MO. 15g, 0. 2 2mm o 1 ) flflMfcXf^V ( 5 mL) JgfflEte 
HIMtH 5 *^lM«^f-V>«« (0. 5mL, 0. 5mmol)t*»T, Jnifc 

Lfc. BHE*4«KHPLCT1IH8L. ^If^-^no^/l/A-CttJHfcS*. SfilSA*) 
SS^t^ftO. 0 7g (HJ»4 3X)»fc. 
1WC : 1 0 1 - 1 0 3'C 

i H-NMR (3 00MHz ; CDC 1 3 ) * : 1 . 23 (3H, d, J = 7. 1Hz) 
, 1. 49(6H, s), 2. 06(3H, s), 3. 75-3. 86(2 H, m), 4 
. 11 (2H, s), 5. 31 (2H. s) . 7. 00(2H, t, J = 8. 1Hz), 
7. 13-7. 20(5H, m), 7. 37-7. 47 (1H, m), 7. 62 (2H, 
d, J = 8. 7Hz), 7. 65(2H, d, J = 8. 7Hz), 8. 15 (1H, s) 
, 8. 36 ( 1H, s) , 8. 55 ( 1H, s) . 

IR(KBr) v:4558, 3856, 3750, 3428, 2980, 2938, 2 
362, 1 673, 1 630, 1 59 1, 1 528, 1499, 1475, 1408, 1 
377, 1 31 3, 124 1, 1 1 93, 1 077, 1 036 cri, 
FAB-MS m/e 674.3 (MH+) . 

N-(4- [3- (N-^y^;U-N-yf*;PT^y^^;U) -7- (2, 6-iSy>u*a 
<Oi/)V) -5- (3-tKDJry-2-^WPA7-f;P) -4-**V-4. 7- 
ytFofxy [2, 3-b] trilby- 2-^ fyP] 7xX/H) -3-bHu^rx-2 

(N- (4- (3- C ( N -^Vi/)V- N fvP ) T$7^^;U] -7- (2, 6-^ 
7Wa^yy/K -5- (3-tHD^y-2-^f/I/rnAV^;l/) -4-#3rV- 
4, 7-ytKofxy [2, 3-b] WW-2-A)V) 7xxL/U) -3-tHo^r 
y-2-^WPAVT^ H) 
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$mm2 3tmmcojr&T. n-[4-o- (N-^y^-N-y^rsy*^ 

) - 7- (2, e-'JyiU^uKyiyjU) -5- ( 3 -t KD4f >— 2 -^f;PrDA7 
>f;U) -4-3j-^V-4. 7-5/b Fo^ny [2, 3-b] tyy>-2-^H7x 

04 g) «r£j£Lfc. 
lKj&: 100-1 0 2*0 

i H-NMR ( 3 0 OMHz ; CDC 1 3 ) 6* : 1 . 15 (3H, d, J = 7. OHz) 
, 1. 2 3 (3H, d, J = 7. OHz), 2. 10 (3H, s) , 2. 67-2. 75 ( 
1H, m) , 3. 64-4. 37(9H, m) , 5. 25 (2H, s) , 7. 00 (2H 
• t, J = 8. 1Hz), 7.. 16-7. 22 (5H, m) , 7. 36-7. 46 ( 1H 
. m) , 7. 53-7. 63 (4H, m) , 8. 32 (1H, s) , 8. 70 (1H, s 
) ■ 

I R (KBr ) » : 4570, 3856, 3748, 3450, 2938, 2880, 2 
354, 1671, 1 597, 1 526, 1497, 1473, 1408. 1375, 1 
31 3, 124 1, 1077, 1036 cm-i. 
FAB-MS i/e 674.2 (MH+). 

mmM25 

4- [3- (N-<y^-N-^f/I/7$y^f^) -7- (2, 6-y7Wo^ 

-5- (2-fc Yx2*is-2-*+)VWnjA)V) -4-:t*V-4, 7-^'b 
Hofxy [2, 3-b] tyy>-2 -^;W7x-/WA7$ F 

(4- (3- [ ( N-^yi/ju-N-jj-ju) r^y^f^] -7- (2, 6-^:7^* 

o^yyVH - 5- (2-b Yu*tis-2-XWTurtS4)l>) -4-*=*7-4. 7 
-ytHDfxy [2, 3-b] trUS/V-2->(;P) 7xZ;WA7$K) 

3- (N-^y^/P-N-^^r^y^^yu) -7- (2, 6-/7/^D<y^ 
) -5- (2-b Yu*i/-2-*^)V7UJ*;4 )V) -2- (4--hD7x-/M f* 
xy [2, 3-b] ^U^V-4 (7H) (0. 1 2g, 0. 1 9 mmol) 5b 

D^aiws-fr. a^s^a-*-** (o. 08g) kkfcfc:*3R«arF. sstib*gi 

SHfUfc. »G»M**3iLT«ai*»v^fca. 5tt^no^> V(30nl) fc&fD£ 
W* (30nl) tfcftlU *»ill*$^no**:/ (10«1 ) THUffi L*. IrtSB*^ 
^**«ffl^hU^Ttl6«Lfc. «B*^KHPLCTIIML. 
^y-tuuKfVJ+x-milrfc^. Bfi&A&O. 0 l g (JR98X) 

K£: 100-1 02*C 

i H-NMR ( 3 0 OMHz ; CDC 1 3 ) $ : 1 . 50(6H, s) 1. 71 (1H, 
brs), 2. 10(3H, s), 3. 64(2H, s), 4. 15(2H, s), 5. 
33 (2H, s), 7. 02 (2H, t, J =8. 1Hz), 7. 13-7. 21 (5H 
,m), 7. 39-7. 48(lH,m), 7. 65(2H, d, J = 8. 4Hz), 7 
. 73(2H, d, J = 8. 4Hz), 8. 36(1H, s), 8. 43. 
IR (KBr ) u : 3906, 3856, 3738, 3450, 2984, 2366, 1 
678, 1630, 1 591, 1499, 1475, 1408, 131 5, 1241, 1 
19 3, 10 7 7 cm- i . 
FAB-MS m/e 6 16. 3 . (MH+) . 
^Jfe#! 2 6 

5- ( l-T-bh^^-2->^mtf;U) - 3- (N-^y'/P-N-^f/l/T^ 
-XfvP) -7- {2-y tV^u^y-J)V) -2- (4-y h 7 x ,=./!✓) -4-^V 
- 4, 7-yhKofxy [2, 3-b] WJy 

(5- ( i -r-fe b*is- 2 -^^probvu) -3- ( n -^y-jjv- n -y fvur a 

- 4, 7-ytHD-7-(2-7Wo^»-2-(yKy7x 
-/U) -4-^Vfxy [2, 3-b] tfUi^V) 
Xfil : 

PCTBBR&H1W09 5/2 84 0 5^« (««BT8- 2 9 5 6 9 3 > ^HSSW3 0^ 
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■%mx*'&t>tltzl - (2-y^XD<y^U) -5- (l-tKD^y-2^f^7D 

-2- (4-.* h^ri/^x-^) - 3 -*^/U-4 -**V-4 , 
xy [2, 3-b] tTU^ (4.8 g) . (21.6 g) tJiW-^f/PTSyt 

'Ji^y (122 mg) ^'Ji/> (150 ml) »*«:ffiB?l 5B»HB»fLfc. RJSSSriSJET 

ovb^77^-T«a[LT. 5- -7- (2 

-7WP^yi/» -2- (4-* h^y7x-/l/) - 3 -;rff/U-4 -*#V-4 , 
7-ytHDfxy [2, 3-b] tfys^V (4.5 g) £^?fiPK%*: LT»fc. 
iH-NMR (CDC1 3 ) £ : 0.91 (3H, d, J=6.9 Hz), 0.98 (3H, d, J=6.9 Hz), 2.08 (3H, s), 
2.40-2.50 (1H, m), 2.65 (3H, s), 3.84 (3H, s), 5.18 (2H, s), 5.89 (1H, d. J=5.1 
Hz), 6.86-6.96 <2H, m), 7.10-7.22 (3H, m), 7.25-7.40 (3H, m), 7.44 (1H, s). 
IS 2 : 

5- ( \-T J tY*i'-2-*^)V'?u\Z}V) -7- (2-7/M-o^V^/W -2- 
(4-^h^y7x«/l/) - 3-^f^-4-^V-4, 7-ytHnfx/ [2, 3 

-b] trys/y (4.5 g) , H--/u*:x?i'V4 $ h (1.7 g) . 2, 2' -rrtrxw 

y^f-n-h«;/P (149 mg) &H&ft0tX (300 iDaBiS*, «^^MBB18n r 2 

v^57-<-tW!LT. 5- ( l-T^b^-2-^fvI/robVU) -3-7ot 
(2-7}V*W<.>i?)l>) -2- (4-^b^i/7x^) -4-:**V- 

4. 7-ytb'ofxy [2, 3-b] tyS/V (2.9 g) **Sfii*R*tLTf»fc. 

iH-NMR (CDC1 3 ) a : 0.90 (3H, d, J=6.9 Hz), 0.98 (3H, d, J=6.9 Hz), 2.09 (3H, s) , 
2.40-2.53 (1H, m), 3.86 (3H, s), 5.03 (2H, s) , 5.19 <2H, s). 5.92 (1H, d, J=5.1 
Hz), 6.90-7.00 (2H, m), 7.10-7.29 (3H, m), 7.31-7.40 (1H, m), 7.45 (1H, s), 7.5 

0-7.60 (2H, m). 

TM3 : 

5- (l-7-feb^y-2-^f^7n^)-3-7 r D^f;P-7- (2-7/M" 
uK>isfV) -2- (4->h^y7x-il/) -4-#*V-4, 7-yhKufxy [ 
2, 3-b] try 5^/ (1.9 g) . N-^f/Ky^rSV (0.48 g) fcitfxf/l^ 

>ryrDt:;ur$> (0.52 g) con, N-s^f^*/k&T5F(70 mi) 2 
7te$£T/7y-4 >Tm<x&mk. m*mwt~?r* ^ A-csaa t . «et««su:, 

»^S/y*y;P*5A^n^h^57^--TllWHLT. mteft (1.8 g) 

iH-NMR (CDCI3) S : 0.92 (3H, d, J=6.8 Hz), 0.97 (3H, d, J=6.8 Hz), 2.08 (3H, s) 
, 2.14 (3H, s), 2.38-2.49 (1H, m), 3.66 (2H, s), 3.84 (3H, s), 4.07-4.24 (m, 2H) 
, 5.19 (2H, s), 5.93 (1H, d, J=5.7 Hz), 6.89-6.97 (2H, m), 7.09-7.28 (8H, m), 7. 
30-7.40 (1H, m), 7.43 (1H, s), 7.70-7.80 (2H, m). 

mmm27 

3- ( N - i/'/P- N - ^ f ;l<7 5 / -X f ^ ) -7- (2-7/^o^y^) -5- 
( 1 -bFo^-2-^f-/U7'nt:;U) -2- ( 4--X b^y7x-/M fx/ [2, 
3-b] ey^>-4 (7H) -it> i&B!& 

(3- (N-^yx>-N-^f;Pr^^f^) -4, 7-ytFD-7- (2-7^ 
^o^y^U) - 5- ( 1 -t Ho^S/-2-^f /UrotVU) -2- W7x- 

;u) -4-^yfxy [2. 3-b] try^ysssg) 

5- (l-nh^>'-2-^WDe;H -3- (N-<yy>-N-^W$ 
/^f /U) -7- (2-y }V^uKy'J)V) -2- (4-^^y7xX/K -4-*^ 
7-4, 7-ytHDfxy [2, 3-b] b^Jy^ (1.8 g) <0**/-/M8»E (70 ml 
) *cl«&i«f-Fy^*»« (5.7 ml) £}jn;t. 5B*ISH»PLfc. SJEJS 
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>f-TSS?LT. fttfifflfflft (1.6 g) t»fc. CtftfStt* (1.2 g) *WfcX*UVS» 
(35 b1) fc. l^x-x/HK&K (3.5 ml) *Jn£, 0 TTC 5 4H»«* Lfc . KJSifc 

(1.2 g)5:^feg B e 9 i:LT^. 
1 H-NMR (DMSO-de) 3" : 0.72-0.87 (3H. m), 0.93-1.07 (3H, a), 2.00-2.16 (1H, ■). 2. 
59-2.71 (3H, a), 3.84 (3H, s). 4.07-4.28 (1H, a), 4.30-4.50 (3H, m), 4.76-4.83 ( 
1H, a), 5.30 (1H, brs), 5.58-5.79 (2H, a), 7.13 (2H. d, J=8.7Hz), 7.20-7.34 (7H, 

a), 7.35-7.50 (4H, a), 8.32 (1H, s), 13.06 (1H, brs). 

mmm28 

3- ( N - W N - > f $ / ^ f ) -8- (2, e>-*J?)\s*uOi?)V) 
-2- [4- {2-7^7 V)VXh*>>) 7x-/H -5-***/- 5. 8-ytHo>f 
s*VU , 2 -a) try $ 6 -^^f ^iXf ;^xxf^ sirs 
(8- (2, 6-^7;^nO^) -5, Fp-2- (4-7/U7»J;kt* 

i/7x-;H -3- (N->^-N-o^r^y^f-;u) -5-**v4 s*V( 

1. 2-a)t:'J$>'>-6 -^^^>'8xf;l/X^f/l' ) 

WH^Pl 1-3 1 5079 (HK«3 6^^5 5) ISK^3- (N-'O'S^-N- 
-Xf-ZPTSy^f-;!^) -8- (2, 6-y7/^D\y^) -2- (4-tKo^7 
x-/H -5-**V-5, 8-5>bFu«f 2-a)tfU 5 

yfiXf^X^f/l^ (0. 3 9g. 0. 7 Ommo 1 ) ?)THF (10ml) Sfflfclhy 
7x-MX7^(0. 3 9g. 1. 4 7mmo 1 ) „ ViyXf /K 0 

. 26g, 1 . 4 7mmo 1 ) fcitf y^T/Un^/M 0 . 14g. 1.4 7mm 

0 1 ) fcjni. Man 6 Lfc. S&£ftigx^/U£*T'flSU *S £K$$x 

»**S*Lfc. S»*^y*y;^^A^avh^97-f-tcJ:«)IIBHL (^Mf>- 
i8xf;k 2 0%-4 0%t«ai) Lfc. ^fefl^M^ftCw 1 ( >?x*Aa:~r 

;MB»L 1 . 0 0m 1 ) Mb£ % LfcflL JWI*«ETS*Lfc. SS£ 

«r-N**y-x-^T8»LT. «ft^£ft6ft£n2: LT 0. 2 1 g»fc. 
BbS UUMK] : 1 24-1 27-C. 

1 H-NMR [«RtS] (300MHz;CDCl 3 ) ^: 1. 38 (3H, t, J = 6 
. 9Hz), 2. 62 (3H, s), 3. 66(2H, s) . 4. 30(2 H. s) . 4 
. 36 (2H, q, J = 6. 9Hz), 4. 92 (2H, s), 5. 57 (2H, s) , 
6. 51 (1H, s ) , 6. 98-7. 08 ( 5H, m) , 7. 27-7. 53(7H ? 
m), 7. 68-7. 70 (2H, m) , 8. 48 (1H, s) , 12. 2 (1H, s) 

£ii£fll2 9 

3- (N-O'^-N-^f/PTiy^f;!/) -8- (2, 6 -^/^o^ySMO 
-2- (4-^h^7xX;K - 5-^y-5, Ko4 55^/(1 . 2-a] 

tr y a £"*>-- 6 - >^ SMS 

(8- (2, h-i?7)V*w<Ssls)\,) -5, 8-xth'D-2- (4-^Ky7x- 

;p) -3- (N-^f/p-N-w^r^y^f^) -5-**v<-r s?V(i , 2- 

EfflPFl 1-3 1 5 079 (mmi 0^2 2) E1I03- (N-^V^-N- 
jrf^/WTS y^f-ZP) -8- (2, 6-^^;^oO-^/P) -2 - (4-;<N*^7x 
x;P) -5-^V-5, 8-yhKn^^/d, 2-a)tT'J Syy-6-^#y 
8xf;l/XXf/l^ ( 1 . 0 0 g. 1 . 7 5mmo 1 ) OTHF (10ml) JgJSk: 2 N 
*8ftth^A*Sa(10ml) fclDi. 7 0W3B*«ff Lfc. #8L 2N H 
C lT»tti:U 4tfc«HB**»Lfett. *ftU «ET«BIU SHafc£fti£&fe& 
3fcfcLT0. 7 9gftt. 
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SH£ (ffiKSl : 276-27STC. 

i H-NMR USRfi) (3 0 0MHz ; DMS0-d6) 5:2. 50 (3H, s) , 3. 
82(2H. s) . 4. 50 (2H, s), 5. 08 (2H, s). 5. 67 (2H, s 
) , 7. 03 (2H, d, J = 8. 8Hz), 7. 17 (2H, t. J = 8. 3Hz). 
7. 40-7. 6 5 (8H, m), 9. 03 (1H, s) , 9. 07(1H, brs). 
mtm 3 0 

3- (N-^y^VU-N-y^/ursyy?^) -8- (2, 6- s Jy^aKy^) 
— N— ( 3 - ^ *;UT ^ y r o WW ) -2- (4-^Ki/7x-;H -5-^V- 
5. 8-ytHn>f 5^/(1, 2 - a] try $ Vs- 6 -jfr/MWS K 2SKS 
(8- (2, -5, 8-^'b Fn-2- (4-y h^f-S^xX 

;u) -3- (N-^^-N-^y^r$y^^;u> -5-#*y>r s^ru . 2- 

a)t'jayy-6-(N- ( 3-y7f^7$yrnt;H }t»Vif**t\ K) 

3- {&*+)V?\J ) rntf/l/r$>-(0. 19ml. 1. 5 5mmol),M^ 
W/^-^llM -x*if>18ffl. 0. 6 2ml. 0. 6 2mmo 1 ) J3«tV^ 
DP^^y (5m l ) coa^»**»T3 0^»P«. ttHPPl 1-3 1 5079 (£tt 

fffi ofl:^Bj2 2 ) En*>3- (N-^v>?;i/-N-^^r$y^^;u) -8- (2, 

6-y7Wo\yy» -2- (4-^h^7x-;M -5-***/- 5. 8-^'t 
Ho4 S**/[l, 2 -a) try $ y y- 6 - ^ Myixf /PXXf/l' ( 0 . 18g. 0 
. 3 lmmo 1 ) <n*J9xxu*9V (3ml) jgSSrftli. SfiT*2l$ltHf#U:. RJE 

*;PA-y?y-/K 3%-2 0%T«ai) . «at:iN <SK ( xxf-;ux—f/Pi5iK 
. 1. 00ml ) fcft*. SaT54Haa6»<i^Ltea. »B**ET9*U^ 
^^y-x-f^Tifc&LT. Sfflfll^ttfcaGfelSfti: LTO . 12 g»fc. 
Bt£ (tttttt] : 164-166-C. 

i H-NMR (300MHz ;CDC 1 3 ) 1. 75-1. 85 (2H, m), 2. 
17 (3H, s), 2. 26 (3H, s) , 2. 40 (2H, t, J = 7. 1Hz) , 2 
. 95(3H, s) , 3. 48 (2H, q, J = 6. 8Hz), 3. 63(2H, s), 
3. 87 (3H, s) . 4. 30 (2H, s) , 5. 54(2H, s) , 6. 94-7. 
01 (4H, m) , 7. 14-7. 26 (5H, m), 7. 32-7. 43 ( 1H, m) 
, 7. 93 (2H, d, J = 8. 8Hz), 8. 58 (1H, s) , 9. 11 (1H, s 
) . 

2ii&CT3 1 

3- (N-^y>-N-^f^7iy^f;H -8- (2, 6-is7)V*W<.>is)\,) 
-N-[3- ( 1 H->f $ W-)\>- \-A)V) rotr/W)-2- (4-^ h^y7x^ 
>-5-**y-5, 8-yhFD^^/(l, 2-a)ty 5^-6-3) JJ*/P# 

(8- (2, 6-^7/^n^y^) -5, Fu-2- (4->h^7x- 

;P) -3- (N-^f-^-N-^V^T^y^^U) -5-**y4 5*V(1 . 2- 
a)t'J5 a^- 6-(N- ( 3 -4 S *V 'J^ro tT/U) ) 5 H ) 

3- (N-^y>-N-^f;I/7$^f/H -8- (2, 6-is7 )V*W<yi?)V 
) -2- (4-y h^y7x-^) -5-^y-5, 8-^t KtM 5*V[1 . 2- 
a]t:y $>?V-6-*;^VK ( 0. 20g. 0. 3 7mmo 1 ) t*J?uu*9v ( 
1 0m 1 ) nm&Mzmttt-fr (0. 03ml, 0. 44mmo 1 ) t DMF ( lSK 
> tin*, 3«fBaBSLfc. RJEa*ft£*#U hUx^T$V(0. 52ml. 3 
. 73mmo 1 ) bl~ (3-7^7nt/l/) ^f/-/K0. 44ml. 3. 70 

mmo i ) *mt. m&T'imm&Lfz. Ri«^*^nn**:/r«RU *a 

-HCiOfifKL (;DD^-^;y-;k 3%-20%Ti§aj) Ufc. 
fcJAttftfc: IN J&R ( ^xf^x-^/WML 1 . 0 0ml) Srfln*. »lT54HBi 
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mtteiktLXO. 2 2gHft. 
fflbS [ttttflU : 1 3 9-14 11C 

i H-NMR [JgBSg] (3 00MHz ;CDC1 3 )^:1. 73-1. 84 (2H, 
m) . 2. 35 ( 2H, t, J = 7. 1Hz), 2. 85 (3H, s) , 3. 43 (2H 
, q, J = 6. 8Hz), 3. 64(2H, s), 3. 89 (3 H, s ) , 4. 20(2 
H, s ) , 5. 51 (2H, s) , 6. 95-7. 10 (4H, m), 7. 14-7. 2 
6(5H,m), 7. 32-7. 43 (1H, m), 7. 93 (2H, d, J = 8. 8H 
z) , 8. 58 (1H, s) , 8. 86 (1H, s) , 9. 70 (1H, s) , 10. 7 
(1H, s) , 12. 5 ( 1H, s) . 

$mm3 2 

3- (N-O^/P-N-^^T^y^^) -8- (2, 

-2- (4-^h^7iZ;H -6- (^^;^U-/p-4-*;^-;U) 4S*V 
[1. 2-a)iry 55^-5 (8H) J£&Jg 

(8- (2, 6-y7^D^i;;W -5. 8-^hKn-2- (4-^b^7x- 

;u) -3- ( n - > ^jv- n -o^r ^ y ^ ) -5-**y-f s^/ci , 2- 

HJS0I3 1 fc R«tf>*8;T\ m&{titfyzm&&&t LXO. 1 6 g^Jt. 
SJL£[fai8S] : 1 4 1 - 1 4 3"C 

i H-NMR [SBHS] (3 00MHz ;CDC1 3 )^:2. 66 (3H, s), 2. 

73- 2. 94 (4H, m), 3. 66 (2H, s) , 3. 86 (3H, s) , 4. 03 
-4. 27 (4H, m) , 4. 20 (2H, s), 5. 5 1 <2H, s), 6. 95-7 
. 01 (4H, m), 7. 12-7. 29 (5H, m), 7. 33-7. 45 (1H, m 
) . 8. 01 (2H. d, J =9. 0Hz) , 8. 41 (1H. s). 

^£#13 3 

3- ( N - y N - ^ f ;l.r $ 7 ^ f ;U ) -8- (2, 6-y7Wn^;H 
-2- (4-^h^y7x-;H-6- ( 1 -V^yis-JVtiJVX-JV) 4 1 , 

2- a]eU $s/V-5 (8H) -^^ 2&BSS 

(8- (2, 6-^7;^o<y^» -5, 8-xt Fa- 2 - ( 4 -* Ki/7x- 
;u) -3- (N-y^;u-N-<y^T$y^^/P) -5-**y>f 5 , 2- 
a)e'J5^y-6- (N-^eWjy) #/U#*1f$K) 

53SWI3 1 k H«tf>*i6T. SHfl:^&*&&A2: LT 0 . 18 g*fc. 
MA [80Ktt] : 174-1 76TT 

i H-NMR [8MMK] (300MHz;CDCl 3 )5:2. 57 <3H, s) , 2. 

74- 2. 91 (4H, m) , 3. 60 (2H, s), 3. 89 (3H, s), 3. 95 
-4. 2 0 (4H, m) , 4. 22 (2H, s), 5. 50(2H, s) , 6. 96-7 
. 04 (4H, m), 7. 13-7. 31 (6H, m) . 7. 33-7. 41 (1H, m 
). 8. 07(2H, d, J = 9. 0Hz), 8. 33 (1H, s). 

Hifefi*34 

3- (N-<yS^-N->f^T$V*f-7M -2- (4-^^o7ne;M h=*^7 
x-;U)-8-(2, 6-7Wd^/H-5-^V-5, 8-^'b Ko>f 

[1, 2-a] try a^V-6-^/^VKxf-;UXXT;P 

(3- [ (N-^y^-N-^f-;P) rs^f-flO -2- (4-^^orotr;^f* 

/Wy7x-/W -5, 8-ytFD-8- (2. 6 -7)V*W<>i?}\,) - 5 
y^fS^/[l, 2 -a] try ^'y-6-*/^Kxf;^f^ «ttB) 

?lffl¥l 1-315079 (IBiW3 6'fb£ft5 5) fB8W>3- (N-O-^P-N- 
^)VT^J **JV) -8- (2, 6-^7^00-^) -2- (4-th'D4fy7 
x-/W -5-tf*y-5, 8-ybKo>f 5^/11. 2-a)eU^>-6-^ 
Vip:f-/Ux*fvU (0. 3 9g. 0. 7 Ommo 1 ) OTHF ( 10ml ) m&XZ h V 
7x-MX7 -f V ( 0 . 39g, 1. 47mmol), 7/y^MygyXf;P ( 0 
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. 2 6g. 1. 4 7mmo 1 ) iiJ:i;i/?D7Dt:;Mf /Wn-ZP ( 0 . 10g> 1 
. 4mmo 1 ) SrflD*. 6B»BH«*Ufe. «»«:Bt«xf-/H:*?aKU *B 

*W»xf-iW"C«aiL«:. *WMMd***T*»L. fefcKlt?^*3'?A-?IUHfe 

^v-Wfcx*^. 2 0%-4 0XT»Ul) Lfc. fdfeftfeiMRWft: 1 N«B» ( J^xf- 
;H-T/U}§fS, 1. 0 0ml ) $r»P^.. ®rC5#IH«*Lfcl*, jg«£&ETS*L 
fc. BUtf^ftf-V-x— r^Ta»LT, gs&fk^foSr&fiiSSi: LT 0 . 18 gfcfc 

0 

i H-NMR (30 0MHz ; CDC 1 3 ) 5 : 0. 36-0. 40 

(2H, a) , 0. 63-0. 6 9 (2H, a) ,1. 27-1. 3K1H, 38 
(3H,t, J = 7. 1Hz) , 2. 18 (2H,s). 3. 65 (2H, s) , 3. 85 ( 
2H, d, J = 7. 1Hz) , 4. 32 (2H, s) , 4. 38 (2H, q. J = 7. 1 Hz 
) , 5. 4 8 (2H, s) , 6. 95-7. 0 0 (4H, a) , 7. 13-7. 27(5H 
. a) . 7. 31-7. 38 (1H, a) , 7. 97 (2H, d, J = 8. 5Hz) , 8. 3 
9 (1H, s) . 

IMCttKtB] : 155-1 6 Or 

7G*»» (C 3 5 H 3 4 N 4 0 4 F 2 - HC 1 -0. 5H 2 O) 
fff-JM!:C f 63.87; H, 5.51; N, 8.51; CI, 5.39 
H$HI:C, 64.05; H, 5.37; N, 8.44; CI. 5.25 

3- ( N - <y x/U- N - * +)V7 ^S* fvP ) -2- (4-y^orDt:;Mh^>'7 
x-/U) -8- (2, 6-^7;P*n^V5^/P) -N-^f-;U- 5-^V-N- (2- 
f'Jy-/W-5, 2-a] S^-6-*^iK*irS 

(N-^/U-N- (2-tTUx» -3- [ ( N -*<ssi?)V- N->Xf-;P) TSy^f* 
/!✓] -2- (4-y;nrDtVMf;Wy7x-/K -5, 8-yfcKo-8- (2 

, 6-7Wn<>'y» -5-*^v>f s*"y [l, 2-a] try $^-6-^W 

2-(>f/l^7Sy) trUyy(138mg, 1. 32mmol)^no>?y ( 
7mL)j8fflH. YV*^)VT)V*-*;JxC01 5%^Wyffl& ( 5 50//L, 1. 76 
mmo 1 ) £*#TSn;i. RlEft^Sa-ClflHaPPtBtLfca. 3- (N-'O'i^-N 
-^/UTSy^fvU) -2- (4-y;orDt:;Mh^y7x-/H -8- (2, 6 

-s/^^n^y^) -5-^v-5, 8-ytFn>f sry [1. 2-a] try 5 

y>-6-^;kfy!xf;l'XXf/K90mg, 0. 1 4 mm o 1 ) O^'? dd^ 9 V 
(2mL> S»**fcTtlD£fc. »E«*SaT=BBH»fLfett. R1<5S^S:*T^ 

Mty, SOX-iMxfvH 0 0%-C»aj) . #ft«Btt£6 0mg (JR5£6 4%) 
Sfcfc* Z(7)7V-T$>ZiS7nr!*?> (5mL) teJfjJfS*. 1 
Mx-x;Ht^K(0. 22mL) fe*»T»iifc. JWIfcJSET«*Lfc«. x^y- 
^-»Kx^-x-x;^^Sifc^^LT. Mtettfc&fiftft: LT42mg# 

Hjft [«ttS] : 1 22-1 26X: 

i H-NMR [7U-TS^] (300MHz;CDCl 3 )S:0. 33-0. 39 ( 
2H, m) , 0. 62-0. 68 (2H, m) , 1. 23-1. 30 (2H, m) , 1. 
94(3H, s), 3. 37(2H, s) , 3. 5 7 (3H, s) , 3. 84 (2H, d 
, J = 7. 2Hz). 4. 11 (2H, s) , 5. 49(2H, s), 6. 85-7. 0 
1 (5H, m) , 7. 18-7. 27 (5H, m) , 7. 33-7. 43 (1H, m) , 
7. 48-7. 54 (1H, m) , 7. 92 ( 1H. s) , 7. 98 (2H, d, J = 8 
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. 7Hz), 8. 23 (1H, d. J=5. 1Hz). 

7E*#*H1 (C3 9 H3 6 N 6 03 SF 2 ■ I. 2HC 1 ■ l. 3H 2 0) 

IHMh C. 63. 14 ; H, 5. 41 ;N, 11. 33 

mmm: C, 63. 20;H, 5. 39;N, 11. 44 

3- (N-^yiSfr-N-j<^)UT$S*^Jl>) -2- (4-^n/nt/Mh^y7 
x - ; p)-8-(2. 6-^7;^o<y^;U) -5-;t^7-5, 8-ytKn>(5/ 

y[i. 2-a] try$^v-6-*;u#vK^^x^x^ mm 

(3- [ (N-*s^>^-N-*f^) r^y^^/P] -2- (4-y^nrnt/Mf 
;m^7x-;W-5, 8-xtHo-8- (2, S-7)V*w<>zsAr) -5-** 
y^fS^VCi, 2 -a] t'j $y>-6-^;^:ygn-wxxf^ J&&jg) 

3- (N-O'^/U-N-^^T^y^^) -2- (4-^Droe;Mh^y 
7i^/K -8- (2, 6-^7/KD<yy/H -5 5, 8-^'t Ko>f 5 
2-a] t^y>-6-*;^Sxf;PXXf^ ( 1 0 Omg, 0. 16 
mmo 1 ) &iT/+?>Th77'h*i<'}z (54mg) <F>-f?J-)V (4mL) WSfc 1 

0 0X:T'4^fgH«#L7to nmk. ?nu*)UJ±t*Zt\\t*:yJ hT'*»U ^SES:^ 
nn*;^t«L3^. Z&bim&Z&hit. 7nn*/UATl4ffiU «&*n^*Ti£ 

?nvh^7*-k:J:9ffrSgL (3 0%Bixf;^^tyT-Sai) . ^etfSlttS: 
9 Omg (JR^8 8%) $4>£. Cltf)? U-TS y^y7on^ ?y (5mL)C 

mmZit. ^&fc£lMX-x/M£g& (0. 2 lmL) £*#TJlJ;t*:. 

^aM*hlT7 6mgil^ 
It£: 143-149-C 

1 H-NMR [7'J-7^] (300MHz;CDCl 3 ) 5:0. 35-0. 40 ( 
2H, m), 0. 63-0. 69 (2H, m), 0. 97 (3H, t, J = 7. 3Hz) 

, 1. 23-1. 31 (1H, m), 1. 3 8-1. 5 0 (2H, m) . 1. 68-1. 
78(2H, m), 2. 17 (3H, s), 3. 65 (2H, s), 3. 86 (2H, d 
, J = 6. 8Hz), 4. 28-4. 33 (4H, m), 5. 5 0 (2H, s) , 6. 9 

6- 7. 02 (4H, m), 7. 13-7. 27(5H, m) , 7. 33-7. 43(1 
H, m), 7. 97(2H, d, J = 8. 8Hz), 8. 35 (1H, d, J = 5. 1H 
z) . 

7C&ttVfm (C 3 7 H 3 8 N 4 0 4 F 2 • HC 1 • 1. 0H 2 O) 

tttM:C. 63. 92 ;H, 5. 94;N, 8. 06 

mmm: C, 64. 2 l ; H, 5. 92 ; N, 8. 17 
23S0I3 7 

5- ( l-T-feb^ri/-2-y^;Proe;P) - 3- {i?x.^)VT$J **)V) -7- ( 
2-7;^n^>-^) -2- (4-^^y7x-W ^X/ [2, 3-b] tfU^V 

-4 (7H) 

(5- ( l-7th^y-2-^f^7Dt/l/) -3- (yXf;l,7iy^f;H -4, 

7- ^'t Fo~7- ( 2-y;^o^y^yP) -2- (^^y7x-/H -4-**V 
fxy [2, 3-b] t'jyy) 

5- ( l-T-feh^r>—2-y^;Prne;P) - 3-^0^^ f-/I^-7- (2-7;^ 
n^V^/U) - 2- (4-> h^ry7x-;W fxy [2, 3-b] tTU^y-4 (7H 
) (370 mg) fc^Xf^TSV (71 mg) iO. USSfll 2 6 i: [5iaiO^T\ 

flS^IS (260 mg) £Mfe*t£feh LTm:<, 

1 H-NMR (CDC1 3 ) 5 : 0. 80-0.90 (9H. m), 0.% (3H, d. J=6.8 Hz), 2.08 (3H, s), 2.38 
-2.48 (1H, m), 2.52-2.66 (4H. ■), 3.84 (3H. s), 4.03 <1H, d, J=12.1 Hz), 4.19 (1 
H, d, J=12.1 Hz), 5.19 (2H, s), 5.91 (1H, d, J=5.5 Hz), 6.92 (2H, d, J=8.7 Hz), 
7.10-7.28 (3H, n), 7.33-7.40 (1H, a), 7.41 (1H, s), 7.69 <2H, d, J=8.7Hz). 
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mmm3s 

5- (l-7th*5/-2--XWrot;K -7- (2-7Wo\yy;H -2- ( 

4- * h^7x~/W -3- (4-^^-1-^7^/Mf/H fx/ [2,3 

-b] try^v-4 (7H) -^y 

(5- (l-7-feh*y-2-^t;^nt;l.) -4, 7-xt Ko-7- (2-7;M" 
D\yy» - 2- h^fy7i^) -3 - ( 4 -*f/l/- 1 -t^y^W 
) -4-^Vfxy [2, 3-b] trys^y) 

5- (l-7*h*>"-2->t;P7ot;P) -3-70*^ /P-7- (2-7;M- 
aKy-JfU) -2- (4-> h^rS^xXyU) fx; [2, 3-b] tf'J^y-4 (7H 
) (200 mg) hN-^f^tV^S'V (42 mg) «k"9. 11*609 2 6 t H«tf>#irc 

. m&it&to doo mg) zm&immt ixntz. 

iH-NMR (CDC1 3 ) a : 0.91 (3H, d, J=6.8 Hz), 0.95 (3H, d f J=6.8 Hz), 2.08 (3H. s), 
2.19 (3H, s), 2.20-2.60 (9H, m), 3.84 (3H, s), 4.05-4.28 <m, 2H), 5.18 (2H, s), 
5.88 (1H, d, J=5.7 Hz), 6.86-6.97 (2H, n), 7.10-7.27 (3H. m). 7.30-7.40 (1H, m) 

, 7.42 <1H, s), 7.50-7.60 (2H, d). 

mmm39 

3- (yxway^f/l/) -7- {2-7ArtuKy*Jfr) -5- 
-2-yf/urotr/u) -2- (4-; h^y7iz/n fxy [2. 3-b] try 
-4 ( 7H) -*y wm& 

(3- (^'xf/PTS/^f A-) -4, 7-i/b Fn-7- ( 2 -?/M-o<y>?;W) - 

5- ( -2- h^y7xX/H -4-**V 

fx/ [2, 3-b] try 

5- (l-7^b^ry-2-^f^7ot;H -3- (xXf ;P7^^f/H -7- 
(2-7/^D^yy/H -2- (4-*h*v7xX/W fxy [2, 3-b] try^ 
V-4 (7H) (260 mg) ±9. «tW2 7fcHaW)*ffi-C. mMit&to (90 mg) 

iH-NMR (DMSO-de) 8 : 0.82 (3H. d, J=6.8 Hz), 1.01 (3H, d. J=6.8 Hz), 1.03-1.22 ( 
6H. m), 2.02-2.18 (1H, m), 3.01-3.21 (4H, m), 3.87 (3H, s), 4.28-4.50 (2H, m), 4 
.82 (0.75H, d, J=3.9 Hz), 5.30 (1H, brs), 5.32 (0.25H, d, J=7.6 Hz), 5.64-5.82 ( 
2H. m), 7.14 (2H, d, J=8.7Hz), 7.27-7.38 (2H. m), 7.41-7.57 (4H, m), 8.36 (0.75H 
, s), 8.71 (0.25H, s), 11.30 (0.25H, brs), 12.25 (0.75H, brs). 
3WH4 0 

7- (2-7;U*o<vy;P) -5- ( l-tKn^y-2-^f/l/7nt;H -2- ( 

4- ; h^fy7i^) - 3- (4-^f/I/-l-t^7yX;Mf/l,) fx/ [2, 3 

-b] t?y>->-4 (7H) 2mm 

(4, 7-ytHn-7- (2-y)V^u^y^)V) -5- (l-hHD^y-2-^f 
/PTntf/U) -2- (;b^ri/7iX;P) -3- ( 4 )V- 1 - tr^9 f 

) -4-^yfxy [2, 3-b] trys^fflW) 

5- (l-T±Y*is-2-*+tVTu\Z)V) -7 - (2-7/^n^y^VU) -2- 
(4-;h^i/7xx;W -3- (4-;f;l/~l-e^7> ? x;^f;P) fxy [2, 
3-b] ey^y-4 (7H) -jj-y (IOO mg) iO. *»«l27tR«W)*ttT. ^® 
fl^Hi (57 ■g)S*feJlW»tLT»fc. 

>H-NMR (DMSO-dg) S : 0.80 (3H, d, J=6.7 Hz), 0.98 (3H, d. J=6.7 Hz), 2.00-2.12 ( 
1H, m), 2.79 (3H, s) , 3.00-3.90 (11H, m), 4.30-4.52 (2H, n), 4.81 (0.75H, d, J=3 
.8 Hz), 5.33 (0.25H, d, J=7.1 Hz), 5.55 (1H, brs), 5.62-5.82 (2H, m), 7.06-7.14 
(2H, ■), 7.22-7.55 (6H, m), 8.39 (0.75H, s), 8.62 (0.25H, s), 11.80 (1H, brs), 1 
4.20 (1H, brs). 
mMM4 1 

3- (N-^v^-N-yf;PT$/yf;U) -7- (2, 6-y7/Kn<yx;l/) 
-4-«V-2-7xx;^-4, 7-yt Fnfx7 [2, 3 -b ] tf >J isV- 5-# 
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(3- ( N ^71— N - y +)VT ^J*^)V) -7- (2. 6-y7WD^y> 
)-4, 7-ytKo-4-^y-2-7x-/Pfxy [2, 3 -b ] try vV- 5 - 

«SHT 1 1-1 1 6 5 7 8#fttt0)2Ofc0l 1 <0*tttr»fe*lfc 3 -7a*y ^/l-- 7 - 
(2, 6-^7;^n^^» -4 -^V - 2 - 7x-/P-4 , 7-ytHofxy 
[2, 3-b] try yy-5-*MySxfyl/XXf^ (250 mgh N-y^/l^y^ 

;i^r$y (73 og) fcitfxM vrotr/i/xf-A/rsx (iso «g) on, N-y**/u* 

;uatsk(3 mo m&*m$T2*mmLtz. RB«**(cay. assx^Tisai 

fl^X^MS* (2 ml) fc. l^x-f7Mt«8 (0.5 ml) fcftii. SST54HSffilff 

1 H-NMR (DMSO-de) : 1.36 (3H, s, J=7.1 Hz), 2.58 (3H, d, J=4.7 Hz), 4.24-4.40 ( 
4H, ■). 4.45 (1H, dd, J=3.9, 12.8 Hz), 4.61 (1H, dd, J=4.1, 14.0 Hz), 5.75 (2H, 
s), 7.19-7.38 (m, 7H), 7.40-7.61 (6H, a), 8.99 <1H, s), 11.08 (1H, brs). 

3- (^y/I/T^y^f/U) -7- (2, t>-i?7 )V*U«s>i?)V) -4-**V~2 

-7x^-4, h'ofxy [2, 3-b] try^v-s-^sKyKx^x 

(3- (^V^/PTSy**^) - 7- (2, 6-y7/^o^>y;l/) -4, 7-^'t 

Kn-4-«y-2-7xz;H-xy [2. 3-b] try W- 5 -^/P^ygtxf^ 

3-7o*yf-;P-7- (2, 6-^7^*0^5;^) -4-^V-2-7xX;P 
-4. 7-yfcHofxy [2, 3-b] ty^-5-*;^Vffix^x^7 u /M300 
«)k^^7Sy (78 mg) Jt 0. HMM4 1 kR«0*aT. ^Stt^l (30 mg) 

1 H-NMR (DMSO-dg) * : 1.33 (3H, t, J=7.1 Hz), 4.15-4.25 (4H, m), 4.31 (2H. q, J= 
7.1 Hz). 5.75 (2H, s), 7. 17-7. 28 (2H, a), 7.32-7.60 (11H. m). 8.96 (1H, s). 9.58 
(2H, brs). 

mmm4 3 

3- (^Xf/PTi/yf^) -7- (2, f>-i?7)V*W<>i;)V) ~4-**V-2 
-7x^-4, 7-ytHnfxy [2, 3 - b ] try 5 -^/^fyKxf;l,x 

(3- (^X^TSyy^L-) -7- (2, 6-&7MtW<>>&fr) -4, 7-^t 
Hn-4-^y-2-7xX;Pfxy [2, 3-b] try ify- 5 -^/l^^yKxfyP 
x^f/Hi^) 

3-^O^y^-7- (2, 6-y7Wo\yy» -4-«y-2-7x^P 
-4, 7-ytKDfxy [2, 3-b ] ey^>-5-^;^>-S!Xf-;Px^T*^ (30 

0 ng)tyXf;P7$y (53 ng) £9. H*S0?4 1 fcRHWtfMrc. ^®ft^J (130 mg 

1 H-NMR (DMSChdg) S : 0.99 <6H, t, J=7.2 Hz), 1.32 (3H, t, J=7.1 Hz), 2.90-3.02 (2 
H, m), 3.05-3.19 (2H. m), 4.30 (2H. q. J=7.1 Hz). 4.41 (2H, d, J=5.4 Hz), 5.76 ( 
2H, s), 7.17-7.28 (2H, ■), 7.46-7.61 (6H, m), 8.97 (1H, s), 10.02 (1H, brs). 
HS60H4 4 

7- (2, e-^y)V^U^yj)V) -3- (4-^WJx/Mf/H -4-**V- 

2-r?x-/u-4, 7-ytKofx/ [2, 3-b] try^y-5-*/^^l!x^;u 
(7- (2, 6-^7/M"0^yi;;P) -4, 7-^tHD-3- < 4 -*/P*y-/kX 
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-4-^^y-2~7x~;Uf-xy [2, 3-b] try 5 -a/Mfvttx* 

3-7 r n^;*?*/l'-7- (2, 6-y'7Wo^yy;l/) -4-«V-2-7x-;l/ 
-4, 7-yt HDfxy [2, 3 - b ] try y>- 5 -^/^f ylxf/l^xxf^ (25 
0 ig)UWJy (52 mg) J:0. lh|5l«O^ST\ f^ftl^J (40 mg)£*S 

1 H-NMR (DMSO-ds) d : 1.32 (3H, t, J=7.1 Hz), 3.00-3.12 (2H, m), 3.28-3.40 (2H, 
m), 3.53-3.68 (2H, m), 3.80-3.91 (2H, m) , 4.31 <2H, q, J=7.1 Hz), 4.50 (2H, d, J 
=3.7 Hz), 5.76 (2H, s), 7.18-7.29 (2H, m), 7.42-7.62 (6H, m), 8.97 (1H, s). 10.65 

(1H, brs). 
Hi£W4 5 

7 - (2, 6~x7;^oOx^) -3- (4-*f*/P- 1 -e^y^/u^/u) - 

4-^7-2-7x^-4, 7-ytHDfX./[2 I 3 - b ] tf »J 5 

(7- (2, 6-^'7;^o^;y^>) -4, 7-^'t Ka-3- (4->^-i-tr 
^yi/-)VX^)l>) -4-«y-2-7x-iPfxy [2, 3-b] kftf yy- 5-# 
/^y&xf^xx-f/i^Sirfi) 

3-yn : e^^/i/-7- (2, e-^JyfV^u^y-Jjv) -4-**V-2-7xX;P 
-4, 7-yfcb'nfxy [2, 3-b] try ^V- 5 -^^ySxf^X^f^ (25 
0 Bg)fcN^f;P^7y> (60 mg) ±9. HSS#J4 1 fcH®o;fri£T\ igjSftim (15 
0 mg)Z$&&ikbLX'&tz. 

1 H-NMR (DMSO-dg) d : 1.32 (3H, t, J=7.1 Hz), 2.75 (3H, s), 3.03-3.4.09 (8H, m), 
4.30 (2H, q, J=7.1 Hz). 4.48 (2H, brs), 5.74 (2H, s). 7.20-7.31 (2H, m), 7.43-7. 
62 (6H, m), 8.94 (1H, s), 11.58 (1H, brs). 
31*6014 6 

7- (2, 6-y7Wo^yy» -4-«y-2-7x-/l/-3- [4- ( 1-^ 
^)i/~)V) V<.Wy-l-4)VX^)V] -4. 7-ytFPfxy [2, 3-b] b° 

ij ^ y _ 5-*;^fyKxf^f;P 2f&Ba£ 

(7- (2. 6-y7WD<yy;l/) -4, 7 -^*t Kn-4 -**V- 2 -7x-/P 

-3- [4- <i-e^y^-;w ^yy>-i->f;i/] fxy [2, 3-b] try*; 
y- 5 -#/utf>gex^/pxxx/U2&Bffi) 

3-70***^-7- (2, 6-S/'7WD<y^) -4-^y-2-7xXyP 
-4, 7-^t Kafxy [2, 3-b] trusty- S-^/P^Bfxf-^x^-r^ (25 

0 mg)h4-tr^U^Vb , ^Ux>'(101 mg)J:0. SdfcW4 1 fcH«W)*ffiT. SB^b^A 
(165 mg>**t^AfcLT»fc. 

1 H-NMR (DMSO-de) d : 1.32 (3H, t, J=7.1 Hz), 1.62-2.02 (8H, m), 2.02-2.32 (2H, 
m), 2.72-3.42 (9H, m), 4.30 (2H, q, J=7.1 Hz), 4.43 (2H, d, J=3.1 Hz), 5.75 (2H, 

s), 7.20-7.31 (2H, ■), 7.42-7.62 (6H, m), 8.96 <1H, s), 9.85 (1H, brs), 10.92 ( 
1H, brs). 

7- (2, b-'JyjvituKy^)V) -3- [ r$s*W\ -4 

-^y-2-7xx/p-4, 7-ytHafxy [2, 3-b] tryy:x-5-#;w* 
ySxf/i,xxf^ 

(7- (2, 6-^7^o<v^;P) -4, 7-xt Fu-3- [ (2-7'J;Mf;P 

) r^y^w -4-^y-2-7x^fxy [2, 3-b] ty^y-s-*^ 

# ygxf/^x X rvMaBSa ) 

3-rn^>^;P-7- (2, 6-^7;^n<y>-';l/) -4-^V-2-7xx;l/ 
-4. 7-xtKnfxy [2, 3-b] trU^*>--5-^;^yMxf-;WXXT-;P(250 
mg)i:2- (TS-/*?^) 7^^(71 mg)J:9. «*W4 1 fcH«0*ffiT. ^Mft^ 
% (30 nig)£&fe*£fi£: 
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1 H-NMR (DMSO-dg) d : 1.32 <3H, t, J=7.1 Hz), 4.20 (2H, brs), 4.26-4.37 (4H, a), 
5.75 (2H, s). 6.37-6.45 (2H, ■). 7.17-7.27 (2H. a), 7.40-7.60 (6H, a), 7.64 (1H 
, d, J=l.l Hz), 8.95 (1H, s). 9.57 (2H, brs). 

7- (2, -4-^7-2-7x^-3- ( 1-fD'Jy 

x/i^^/P) -4, 7-^t Knfxy [2, 3-b] t'ji;y-5-*;i/#yRit^ 
x^f^ 

(7- (2, 6-y7Wn\yy;H -4, 7-yt Hn-4-^y-2-7x-;l^ 
-3- (l-to'Jy'x/Mf/Wfxy [2, 3-b] t >J 5 -^/W^&Xf- 
/Uxxx/H£S^) 

3-^d^^^;U-7- (2, 6-^^;U^n<y^;U) -4-^V-2-7x-^ 
-4, 7-yfcKnfxy [2, 3-b] ^Jyy-5-*/^yixf;UXf^ (3 

00 wg)kVuVif>(52 ag)J:0. 1 kH«<0*i6T. fSBftUrf* (160 Bg)£& 

1 H-NMR (WBO-de) a : 1.32 (3H, t, J=7.1 Hz), 1.73-1.86 (4H, ■), 2.80-2.97 (2H, 
a), 3.36-3.52 (2H, m), 4.30 (2H, q, J=7.1 Hz), 4.49 (2H, d, J=5.3 Hz), 5.74 (2H. 

s), 7.17-7.28 (2H, m), 7.43-7.61 (6H, m). 8.95 (1H, s), 9.86 (1H, brs). 

mm a 9 

3- (A-^yisUr- 1 -V^Vis—iVX^Jls) -7 - (2, 6 -i?7 tV^wOitfr) 
-4-«V-2-7xX^-4, 7-y'tHnfxy [2, 3-b] 

(3- (4-^>y;P-l-tr^i;^-;^^) - 7- (2, 6-^7/^n<v^;U 
)-4, 7-yth'D-4-^y-2-7xX^-fxy [2, 3-b] tTL> >-'>-- 5 
-^/P^ygxf/i/XXf^SKia) 

3-ra^e^^-7- (2, 6-^7;^n^y^;U) -4-^V-2-7xx;p 
-4. 7-ytFDfxy [2, 3-b] (30 

0 ng) fc 4 -0^tr^U^'^(128 ng) J: 9 . HS6^4 1 fcPW*Xfr£"C\ ^Sft^ 
(168 adfeftfiBAl: LT»fc. 

1 H-NMR (DHSO-de) 8 : 1.20-1.52 (5H, m), 1.60-1.81 (3H. ■), 2.35-3.15 (4H. a), 3 
.30-3.41 (2H, m), 4.31 (2H, q, J=7.2 Hz), 4.36 (1.6H, d, J=4.7 Hz), 4.50 (0.4H, 
d, J=4.6 Hz), 5.75 (2H, s), 7.00-7.32 (7H, ■), 7.40-7.63 (6H, m), 8.95 (0.2H, s) 
, 8.97 (0.8H, s), 9.60 (0.2H, brs), 10.16 (0.8H, brs). 

3- ( N -*<W)V- N +)VT ^J* ) -5- ( 1 h*is- 2 -**f)VTU 
-7- (2-y^U^y^U) -2- (4 h^ry7x-/P) fX7 [2,3 
-b] (7H) izWa 

(3- (N-^/S^-N-^f-zPTS y^^/U) -5- ( 1 -7 , b^y-2-^f/Pr 
Dt/H -4, 7-i/'bHD-7- (2-77^0^^/P) -2- h^y7x-;P 

) -4-^vtxy [2, 3-b] eu^yggag) 

3- (N-0-^-N-^^r^y>^;P) -7- (2-7;^n\yy» -5 
- ( l-hHD^ry-2-^Woe;H -2- (4-* h^y7i-/W fxy [2 
. 3-b] tr'Ji^-4 (7H) -*>-«I8S (110 ng) (7)r^-/W (4 nl ) tCffl 
«8 (70 ng) ZtiQt. 6 0X:T1 SWBBFLfc. SUE?0tS:iSSJg&. SSMftftfiW* 

es*«ft*»fc. z*m^*>m&+u>mm o mi) san. i«5tx~ t/hsbk 

(0.2 ml) £Jn£. ^T5»BBBtLfc. RJS«&«ETi^LT^^il^»$2:«ft; 

1 H-NMR (DMSO-ds) d : 0.82-1.02 (9H, m), 1.23-1.59 (4H, m), 1.90-2.10 (1H, a), 2. 
69-2.71 (3H, a), 3.20-3.42 (2H, a). 3.85 (3H, s). 4.10-4.23 (1H, a), 4.26-4.39 ( 



(10 3) 1$gB2004-300l47(P2004-300l47A) 

1H, m). 4.40-4.52 (3H, m), 5.59-5.76 (2H, m), 7.07-7.18 (2H, m), 7.21-7.38 (7H, 
m), 7.39-7.56 (4H, m), 8.22 (1H, s), 12.88 (1H, brs). 

3- (N-OisJU-N-* +)VT $S*^)V) -7- ( 2 -y )V*wOi/)V) -5- 
( 1 -xh^fx-2->^rntr;u) -2- (4-^ h^y7x-/H fxy [2,3 
-b] (7H) -^v vbbba 

(3- (N-^^N-^t^TS-/^t^) -4, 7-^tHn-7- (2-V)V 
*uOiS)V) -5- -2- (>h^7x-;P 

) -4-^vfxy [2, 3-b] tuyyani) 

3- (N-^^-N-^f/l^r^^f^) -7- (2-7;^D^y> ? ;u) -5 

- (l-hHo*y-2-^WDe;P) -2- (4-^f^y7x-;P) fxy [2 
, 3-b] tTU^y-4 (7H) -:*yig&Jg (100 mg) £X;?y-/U (4 ml) i»K 

mm5otmm<n-mx\ &m<t-&m (95 mg) *jsfeisAfcLT»fc. 

l H-NMR (DMSOdg) * : 0.83-1.03 (6H, m), 1.09-1.21 (3H, m), 1.90-2.10 (1H. m). 2.6 
9-2.73 <3H, ■), 3.30-3.50 (2H, m), 3.84 (3H, s), 4.10-4.22 (1H, ■), 4.25-4.38 (1 
H, m), 4.40-4.53 (3H, ■), 5.69 (2H, s), 7.13 (2H, d, J=7.1Hz), 7.20-7.50 (11H, n 
). 8.26 (1H, s). 12.87 (1H. brs). 

3- ( N -^y'J)V~ N-*^)UT -5- ( 1 -^VS'VM^x- 2 + 

)V7U\ZIV) -7- (2~7>U*a'<>iS)U) -2 - (4-^b^x7xX/H fxy [ 
2, 3-b] (7H) 
(3- (N-^y^-N-^f/PT^/^f^) -5- 

f^^otr/P) -7- (2-V)V^u^V-J)V) -4, 7-yt Ho- 2- (*b*>>7 
x-;P) -4-^-^V^xy [2, 3-b] ^>J^MOHI) 
3- (N-^yy>-N-^f^7^^f/P) -7- (2-7/U*0<y^) -5 

- (l-tKo^fx-2-^^7*Qtr;l/) -2- (4-*h=*^:7xX/lO fxy [2 
, 3-b] ey>?y-4 (7H) -*>i&W& (lOO mg) h^V^;PT;U3-;K52 mg 
) ^oax^>«t (5 ml) (3HB8 (70 mg) fejni. 8 OCT 1 5B«SH»PLfc 

jifeilfctt**»fc. :«tt«yfl/ySS (3 ml) jWC, 
l»ex— f/m«K (0.2 ml) £Jn;L. a«"C5*BH»PLfc. SJKS^^ET^IffiL 
T*fe<i3taS*a^^^v-x-x;P3&^teftft**T. aHft^ftl (80 mg)$:*fe 

iH-NMR (DMSO-de) * : 0.88-1.00 (6H, m), 2.00-2.15 (1H, m), 2.68-2.79 (3H, m), 3. 
85 (s, 3H), 4.10-4.23 (1H, m), 4.30-4.53 (5H, m), 4.64-4.71 (1H, m), 5.70 (2H, s 
), 7.14 (2H, d, J=8.4 Hz), 7.22-7.53 (16H, m), 8.36 (1H, d, J=5.3 Hz), 12.84 (1H 
, brs). 

7- (2, b-'Jy)V^U^V'J)V) -4-^y-2~7x -)V- 3 - [ (2-7x- 
/UX*;l/> TSy-Xf-rtO -4, 7-ytKofxy [2, 3 - b ] try xV- 5 -^/P 
dfy^xf/i/xxf^ 

3-^0^*^-7- ( 2, 6 -i>y JU^nKy^) -4-^V-2-7x- 
;U-4, 7-yhFofxy [2, 3-b] tf y 5 -tf/Ujtf^Sxf^x^f^ ( 
300 mg)i:2-7xX^xf/UT$>' (88 mg) J: 9 . HSSM4 1 fcH*tf>*SrC. ^Mlt 
£tt (60 lgJfca&^fifcLTlifc. 

iH-NMR (DMSO-dg) $ : 1.33 (3H, t, J=7.1 Hz), 2.81-2.91 (2H, m), 3.14-3.26 (2H, 
m), 4.25-4.40 (4H, m), 5.75 <2H, s), 7.12-7.32 (7H, m), 7.50-7.61 (6H, m), 8.94 
(1H, s), 9.15 (2H, brs). 
9mM5 4 
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7- (2, e-ity^jm^yisjv) -4-^y-2-7x^-3- [ (3-7x- 

)V?nV)V) T^J*^)V~\ -4. 7-ytKofx/[2, 3 -b ] tf l> 5 

3-^o^^;P-7- (2, -4-^V-2-7x-;P 
-4, 7-ytKofxy [2, 3-b] euyy-5-^;U7KvKx^;Px^x^ (3 
30 Bg)fc3-7x-/^D^7^ (260 mg) £9. 1 fcP8l^r£T\ 

ft^ft (30 mg)^fefeSe B B h LT^Co 

iH-NMR (DMSO-de) a : 1.31 (3H, t. J=7.1 Hz), 1.76-1.88 (2H, m), 2.52-2.62 (2H, 
m), 2.88-2.99 (2H, m), 4.18-4.37 (4H, m), 5.76 (2H, s), 7.12-7.32 (7H, m), 7.48- 
7.61 (6H. a), 8.95 (1H, s), 9.01 (2H, brs). 

7- (2, e-'Jy)U^a^y^) -3- [ (l-^f;i/-l-7x^xf;H 
7^f;P]-4-^V-2-7x-^-4, 7-yth'Dfxy [2, 3-b]tf»JS/ 

3-yo^f;i/-7- (2, 6-y7y^n\yy/M -4-t^/-2-7x-;P 
-4. 7-ytHnfX/[2, 3-b] t'J y> - 5 ~^/kfy||Xf ;l-X^f ^ (4 
00 Bg^^S/KTSV (125 mg) £9. IISS#*4 1 fcl^«<0:fr&T\ ^Sft^J (150 mg 

iH-NMR (DMSO-d^ S : 1.35 (3H, t, J=7.1 Hz), 1.75 (6H, s), 3.92 (2H, s), 4.32 (2 
H. q, J=7.1 Hz). 5.76 (2H, s), 7.14-7.60 (13H, m), 8.98 (1H. s), 9.75 (2H, brs). 

7- (2, 6-^77^D^>^;U) -4-«V-2-7x -)V- 3 - [ ( l-7i- 
7Pxf*;U) T^y^^/P] -4, 7-yth'ofx7[2, 3 - b ] tf U 5 -*fV 

^VKx^/Ux^-fyU^g^g 

3-/n^f;I/-7- (2. 6 -^/U^o^x/W -4-^V-2-7xX/P 
-4. 7-ytKofxy [2, 3-b] t:'jy>-5-^w:yKxf;i/x^f^ (4 
00 Bg)U-7xX^xf^7^ (113 mg) £9. §gfc#!4 1 ^f£^:frirc\ iSSft 

(153 mg)$:^fefeai:LTf#^. 
iH-NMR (DMSO-ds) S : 1.34 (3H. t, J=7.1 Hz), 1.55 (3H, d, J=6.8 Hz), 3.92-4.20 ( 
2H, m), 4.31 (2H, q, J=7.1 Hz). 4.40-4.54 (1H, m), 5.75 (2H, s), 7.16-7.60 (13H, 
m), 8.96 (1H. s), 9.73 (1H, brs), 9.84 (1H. brs). 

3- (N-Ois!l>- N-**)]sT$Sj**)1>) -7- (2-7/^DO^/P) -2- 
(4-*Y*i/7 -5- - (2, 2, 2-hU7/^nxh= J r 

y)roW fX7[2, 3-b] (7H) f&^is 

3- (N-<yy';p-N-^f^r^y^f;H -7- {2-?}V*w<.>i?iV) -5 
- ( 1 -tFD^i/-2-^f;l/rnt;l/) -2- (4-* f^y7i^) fxy [2 
, 3-b] ( 7H) -^J-^JSKH (100 ng) <02, 2, 2, - h V 7)VJt 

ox^y-;^a (4 mi) tzmmt (70 mg) Srsni. 5owi«HWLfc, mm 

vh^^-TfitKLT. ftfejtt£tt*«fc. ClO»«cftc0«i^^U^fa (3 ml) 
mLtz. l«^x-x/MtSl! (0.1 ml) £Jo;c. M£T'5#ISffilff Lfc. ££3S£^ 
JBET«ffiLT*#£;ft*S$£^^ aS-ft^fe (50 

mg)5r^SfefeatLT^. 

1 H-NMR (DMSO-de) S : 0.86-1.00 (6H. m) , 2.02-2.20 (1H, m). 2.63-2.74 (3H, m). 3. 
84 (3H, s), 3.92-4.08 (2H, m), 4.10-4.23 (1H, n), 4.28-4.38 (1H, n), 4.40-4.52 ( 
2H. a), 4.70-4.78 (1H, m), 5.66 (0.8H, s). 5.68 (1.2H, s), 7.13 <2H, d, J=3.6 Hz 
), 7.21-7.53 (11H, m). 8.33 (0.6H, s). 8.35 (0.4H. s), 12.58 (1H. brs). 

wmi 
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i. ii?*.)vm 

( 1 ) &3tm 1 T'ft^/TJt-fk^tt 4 0 m g 

(2)y?Y-X 70mg 

( 3 ) W^^'l-o-x 9mg 

( 4 ) X-r T U v-^ A 1 m g 



l^r-fe^ 12 0mg 
( 1 ) . (2) t (3) &£V (4) <01/2£iiftU:f£. HMMW4. £*UC*g>)^ 
(4) SrSP^T^frS-fe'^^^r-t^tiJA-fi.. 



2. 

( 1 ) 2 7 T#£fl.*:-fb£!fe 4 0 m g 

(2) 5?) — X 70mg 

( 3 ) SB&PB-fe/Uo-X 9mg 

( 4 ) Xf7 'J yK?n-/-)A 1 m g 



\ijT^)V 12 0mg 

( 1 ) . (2) t (3) *5j:tf (4) oi/2£iI»L*:&, 3Htft-fi>. ztiizmo 
(4) S:SPiT^«£5:-t:7^-y*r-fe;K^A-r«.. 

3. «9H 

( 1 ) 1 ?»fcfufcjfc£* 4 0 m g 

(2) X 58mg 

(3) 18mg 

( 4 ) ateJH^o-X 3. 5mg 

(5) Xf7!;yS!^-^A 0. 5mg 

lg 120mg 

(1), (2), (3). (4) <D2/3HZ.V (5) Ol/2MH0Lfcffc. BtfrfHf 

*. ao» (4 ) fiitf ( 5 ) ^i^atcjni.T^itcjDff«^-r&. 



4. en 

( 1 ) HS6W2 7 Tfifefufc-ffc^tt 4 0 m g 

(2) 7?b- X 58mg 

(3) a-**?-?- 18mg 
( 4 ) attSJHs^o-^ 3. 5mg 
(5) WJy|T7/^A 0. 5mg 

1^ 120mg 



(1), (2). <3K (4> 02/3*Jj:V (5)<01/2taHOUfc«, Wttftf 
*. »0O (4 ) fcitf ( 5 ) fci^SKJUT^WraffifcS-f*. 

1 . a mmimmg*. somi iz&%m i xi# fe*ufc4t*» 5 o m g £}§jsf . a m 
mfim&fcitotz i o om i fc-r*. zcommzim&ftTX'Z&L. &c<r<o«ft 

2 . a saMfflne* somi izmm 2 1 ■vnbtitzfc&fa somgM a 

WfflKJBIIHMcfcaiiT 10 0ml ft&. £<0*«fciMMtfr-pe*«U Mzzom 

K&0« 1 t MSOT7 T 0 2 2%&C HOjNUfrffiV^Kttft^HKtt^RIVSiaPfli 
( 1 ) bl-MRFRP-3tf>3-K&i&# (Y-RFRP-3) Offrfc 

hbSOT7T0 2 2^CHOifHEC*fLTrtHttt hSRFRP-3 (hRFRP 
-3-28) tHSSWMS^BWStt&^rr* hRFRP- 3-8 (EM : Val-Pro 
-Asn-Leu-Pro-Gln-Arg-Phe-amide) ON*StTyrS 
SfcttHOLfc^rf-K (Y-RFRP-3) (E5fl : Tyr -Val-Pro -A sn- 
Le u -P r o-G 1 n-A r g-Ph e-am i d e ) (0. ImM) 2 0^1fcIS 
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*1 Ou 1 ZZlZyrb^iUX^isf— fe-JS (^^-7. lOjug/mLCO. 1 
M HEPES-NaOH. P H7. OSrffl^TlSS) 20 u I „ Idoine-125 

(77y+A. IMS-30, 74 MB q) lOjotl. 0. 005% jg&-(bj<3l (*D# 
$631) 20x/ lfclt&zl^ MST'l 0#t?SU:&. 0. 1% TFA-* 600ju 

1 £Ss;&nLTi£fflHPLCfc:T#JB. 7^Wfc£itfck<^t-:?£#?XLT. ^i^la 
^fflA'.;,7T - (5 0mM TrisHCl (pH7. 5), 0. 1% B S A, 5 
mM EDTA, 0. 5mM PMSF, 20*(g/mL leupeptin, 0. 1 
jug/mL pepstatin A, 4ju/mL E - 6 4 ) £8sSnU \&*>lZyk±.fc 

#&LT- 3 orfcTfit&Lfc. 

( 2 ) tteammatm 

9 6 7x^7>( ^nri^-MC^A^T- ( 50mM Tris-HCl. 5mM 
EDTA, 0. 1% BSA, 0. 5mM PMSF, 20^tg/ml leupep 
tin, 0. liig/ml pepstatin A, 4itg/ml E— 64, 10m 
M MgCl 2 , pH7. 5)TtRW:Ug|»»,ft^lli}J:t;>2»ItT7 

^aflWrtt^ateKai. § b&mmcoY-RF rp - 3 * 1 0 0 p mc&s 

S:a^7^^-GF/C VX/PV-) KBPU J&2SUt5 0mM Tr i sA 

77r- (pH7. 5) TSERfcfrUfc. 74)V9-*WMfc. fnisis+O O** 

[0445: 

t hSOT 7 T 0 2 2 f=OT6Klfefe^agr*R*fttt ( I C 5 o £) Sr C* 1 3 K 

can 

i«Mfc£ft ic 50 ffi 

##<3l <1mM 
##W3 <1juM 
<1juM 

mmm9 <imm 
mm27 <inM 
$mm3 6 <imm 

h. 

2 tMOT7T0 2 25£3gC H OWl« cAM P*£jqHMtOftaTW>fl: 
fS^fl^JOTV^x;*. hjgttSr. h hMOT 7T 0 2 2 fcJBIStffcC HOWtt*> 

fflBartcAMPM4JfP0j^»T-a^L^. cAMPA^iPMKircii. r^A-7 7 

T — fc LTHa nks' balanced salt solution (dfP r 3 ) t£ 
20mM HEPES pH7. 4. 0. 1% *7 ^JfiUfifT^T' 5 V, 0. 2mM 3- 
isobutyl-l-methylxanthi ne (s^V) ^JuL*:i0>£ffllVfc 
. K$MteHri2, 7»/-fc>(A' 7 77-t. »«JS1 0-5M, 1 0~ 6 M. 10-7 M, 
10-8M, lO-io Mbtc&mmLt:. Tzf-Xh : t MRFRP-3-8 (V 
al-Pro-Asn — Leu — Pro— Gin — Arg-Phe — amide) l±» 4 
OnM (&ffi£2 0nM) l£, 7 'J >-£4 .uM (*5igS2//M) &UnL*:T-y-fc 

>f^77T-t«RI,fc. t bMOT7T0 2 2?&g!CHO*Hffi£ 9 6^71/-M:4X 
104<I/we 1 lTISttL. 3 7X\ 5%C0 2 . 9 5%ai r"C- B«*W:. — B 
J»U7T/-H4. Tv-WW^r- (1 5 0jt* 1 ) T , 2Hafe»«3 04h 3 7*C. 
1 0 0%a i r"C3 0a*»Lfc. n-«^»7r- (150^1) IS 
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<®ftLtzm30ft. 37*0. 1 0 0%a i rf3 0^iS*L/i. WF*icAMPJI(±, 
cAMP-Sc r e e n™ Sy stem ( AB I ) tt-v l-corn 

[0446] 

C3I2) 

KK-ft^Bj IC 50 I 
SUSW27 <5,uM 

UMM3 ? ■■/ hSOT7 t o 2 2fMCHOMni£Jil»fctmfl:^^^*$SSI l P 
fi 

(!) 9yhflOT7T0 2 2fSBlCHO«BIIB*<0WH 

5-y hMOT7T0 2 2*SCHOaffi«r«*Lfc75^a*5mM EDTA/PB 
STiftfr. 5mM EDTA/PBSTfflJBSrMtfU i&&LT*BJiS£IIIIR, 2 5mLtf> 
HB^ISiSffl^'-y^T- ( 5 0mM Tris-HCl. pH7. 5. 5mM EDT 
A, 0. 5mM PMSF (%iit&mtt§l) . 20/xg/mL leupeptlnK 
Tf-Hgf^rSS) , 0. 1/ig/mL pe p s t at i nA (^rf-b*gT5£fflS) , 4 
«g/mL E-64 (^r^-KW^S) ) KJiS. tf'J hoy^ffl^myt 
-<XLfc(12, OOOrpm. 158>x3EI). iffitftaiit'CWr^T:, 1 

. OOOg, 10#5l4>U lSttWtt.Lt:. *»te2 SmLOiW^IW^v^T- 
ft. jg5S't«Ef-*-7*C#iiU 4*C. 100. OOOg. lB$IBB8'OU7tr. 

TSSUcft. -»*JflWC«B«»6U H9fe*fetT-8 0X:(CTflHfLfc. 
( 2 ) 7 -y b£0 T 7 T 0 2 2 H OMBlOftHC OT*K^*«WltelMXIfc 
77-b'ffflA^7T-(5 0mM Tris-HCl, pH7. 5. 5mM EDTA 
. 0. 5mM PMSF, 20;ug/mL leupeptin, 0. Ug/mL 
pepstatinA, 4Mg/mL E-64, 0.1% ^HftJtT/^S X. 1 0 
mM MgCl 2 ) £fflV>T. 9 7hSOT7T0 2 2JHICHOmam4HiK8a 
0. 7 5/(g/w« 1 1 . Y-RFRP-33-HltaMWi»«JJEl OOpMfcsfirSJ:^ 
*S?L£. imft^Hrti. 1 0- 2 MXlil 0- 3 MOXb-y^gtiK** tta&Pl 0~ 
5M. 10-6 M, 1 0" 7 NL 1 0" 8 M, 10" 9 M, 1 0 - 1 0 M, 10-HM 

tz&xoTv^jmx-yjT-z'miLtz. im&tmsmt lti&r&i o- 5 m<o 

hRFRP-3-8S-|S^t7t. #yroeu>«9 65<tru-b*JBVvc, P83U:fS 
^HWigr&fflfc. ^fflkU7^>fA*7T-t50/* ltf&U 3-F 
f«Sf*$i«?j82 5,u 1 SriSt&DLTJS^ft, 5 HSOT7T0 2 2$&8CHOiffliaKB# 
®?&2 5;u 1 §r#iiLT88¥. *■ 1 lOTPM hLfc . .9 6*7*1'- 

hfflHr/U'wO-.*- SrfflWC, ffifrfflA^T- (5 0mM Tr i s 

-HC 1 , pH7. 5) T^^4>^:x-7 4vV?- (^-dfXX/PV-) C^U 6 

0jul^ttLT bvr*'7>'b Tifc8ftS14£«!5£U 3ST'T-^S:^«f 

Lfc. 7-y 1-MOT7T0 2 2':W&^fl:^^£ffi*?Stt ( I C 5 0 «) £ C* 
3 ] iztfrt. 
C^3D 

a»-fk-&ift5 ic 50 « 
mmm27 <iuu 

Ztl±r). *5fflcOtt.&lto ( I ) 1*7 -y hWRFRP%®mzttLXl>&tlfztmitm 
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wm.mA r f r p <?>$m±.%-ftm 

RFRPfcLT, ffi3»J#^: 3T&bZtL2>T $. -/lffi?!l?)SfS5 6#g (Ser) -319 
2#B (Phe) ^TSyKS?>J*^^l>bbRFRP-l ( 3 7TS fcfflufc. JJt 
T, w<^K<rf-HS-RFRP- 1 trnZ-fh. 
[0447] 

R F R P - l o*MS^{c<t &ifofc£(;:&{rf f^Sfc&fffi. tztb. ei^TfSTSlUffl 
S«SWi s t a r^Jitt? y h (^#^ftS3 1 0-3 5 0 g ) £^>" 

wonr*-^5 omg/k goMSrts^-tcT«»L^. mmm>* -y KcOiCITftfcil 

5gL, £ffl!<OStm£Bai$ibt. ,1f'Jlf^fa-/SP3 5 (rtSO. 5mm, ^ 
SO. 9mm, XSKfMfr) ^3 0cra<^$C«0. 2 00Wml 

iiWfflKDfTFSrilLTgS (DPS) «t OStfiS-ti*:. 
[0448] 

%#-5T^4>» rf rp- i iks-mizm*. i m i <r>v^)V9 v >mmmt 2 5 

y-iS&MH (^-mtT-/^tt) £fflvvt3 0 0/z 1 WJfc&Sr&IXU;. JfiL&&fl£l$& 
±-f ait(?i^{i^3mg/m 1 EDTAS:-&fr3 0 0KIU/ml ap r 
ot i n i nmm*3v lTJVZ&Wz. ±®&.m&&7l<.£tzltRF RP - 1 ( (1*) ^ 
T^m^m) (17.80. 170nmol) )(01mL41M*iM^fa- 
yj: 0 1 m L/K gX'Bmtk^L^. 0, 5, 15, 30, 60 

ftmzm&MJ; o 3 o oju i -r^jfliL,^. ^jtiiLTtii^ifsa^jS^aBS'ii-ts (mr - 
150, hs-»x) zm^xm-c- ( 1 3. 000 r Pm , 5#isj) u ±.m (mm) 

ZEU&Ltl. !Sl'¥^'fUzi-xmmt. 7^54^3 500 (FUJIFILMtt) £ 
m^TmfeLfc. 0HCSrfri:<RFRP-l l Onmo 1 /k g&-£Pti£3£&® 
*£4-f¥KitU #lic&-5-5#*>J:m 5#&fc*rg=5: (p<0. 0 5. n = 4) 

IS«fl5 RFRPOP^;$:f^tt-?£{e3tf£ffl 
R F R P - 1 C01t*^n -X9jg±&ftmiZ-0 WC # -XA SrSiftf , 

VX'J >-iRJSlwSti-&RFRP- l<^»(;o^Te!WL^. MWi s t a rJhWSiv 
•y h 1 0-3 5 0 g ) ^La^lSTSJlllfflO^SJrS-sTt. 

foTK, R F R P - 1 ikS-mitm*. 1 m 1 <r>VOV9 U Vffl&ltfISi: 2 5 y-if&at 

, j£lt©K{£^>3mg/'m 1 EDTA^tf3 0 0KIU/ml aprotini 
ni§i££3;u 1 AftTiSVvt. A«^SAm*i^(iRFRP- 1 <D4UI:£i£*?£jif?6[ ( 
8 Onmo 1/mL) 9 1 mL/KgT«4L/;. tfie&^&3#^.£ 

*»6 1 , 3 , 5 , 1 5#ft(c3nHKJ: 9 3 0 0^1 -Fc>aUfcl,fc. SUILLfciftiKttftStt 
g^SPiS-L^g (MR-1 5 0, hS-«I> SrJBwafrfr ( i 3 , OOOrpm, 5#|SI 

7i?*T4v\—7mm<) , mi4"f >x<j>mmii7-y m d 2 5 i ] , r 

•y-fe-'f j/XfA ( Ame r s h am Biosciences) S-ffiV^TSS^L^:. IH2 
K^t r fc < R F R P - 1 &4Wi^***&9-8fcJt L , 2 #&T-^S ( P < 0 
.01) ^Jt+^/^^^«je^±#*5|2ft^ix, S45MCfcv>tt.tS(P<0 . 
0 1 ) sSrJbJNiJWBUi. — Jfil^-f vxy>«J£liRFRP- l&-^cj:&3aft{it2 
#>$>ti*»~>ti (13) . .Ift^^&fcJtmFRP-l&^ircii, JH+^^^V 
&m?>±&miziliL#?)Ua-?.mmcr)±&&M.e > ti2>Z fc*>4>, RFRP- 1»M»5^ 
fc «t S jm+^a -xift£tf>±#ftU8te , R F R P - 1 e J: 5 77Mr :f Jt o 

691*016 RFRPaEWH3HE£flUiJ 

RFRP»&#MfcttK&3tLT^I>£i:A>£>. RFRP^lSSKfc&SttOlMi ■ ^ 
iS7J^B8J?-£8!ftf S tz#> , R F R P - 1 <0IKMF*3&5-C «J: & OKKcue 
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d fear c o n d i t i o n i n g ) T'<OgM»£&ftU:. dcSfcW i s t a r&Jt 

yfrh3. 3mmtt<Lfc. fSS-tSrSSHJU KBrtfctf-f M=a-1/AG- 1 2 (rt 

-U. AG- 12*. ^W^iS^fflDKM^igStffijrfSi^CJfALfc. £{UHUi. 
PaxinosfcWatson (1986) orb5XCSl,\ TV:/-? J: 9. AP : - 
0. 8mm, L: 1. 5mm, H:4. 5mmi: US. #4 V*t-*-Miffi§lf&afflt 

AD-1 2 WSO. 3 5mm, J-(3At) 5r#AU * + 
■M h (i-faAtt) TBS Us. ?v MiflBW«^-5/Tf!irUfc. QHRMRI* 

[0449] 

^#a { rt>9fiE&li, t-thU--y^-t'y^ByttX9-yhi^B ^f+^H: 
A*.2#f311WfcL*:&, 3 0«WB«»*»**ifc««fc:«WW«2. 5mA*2#HI-* 
*28f0aott&£^;i£^?/l^5iaia9igL* (ftsaffl) . SBH*. 24HB*-* 
w<-rttStSLfca. 7Cc7)^-y(cML7t. iJct-fXh-t-y^aVi: LTJtiSM'-- 
y?<r>2AVSmk (1B1) *5il^4 8B$^f|fc (2BB) fc, y-yhihU--y^t 
R tf-frVA-fcAilT 3 0&I8K>3!M&£ 5 @ h U--y7mkmt?-t S fT"?-*-*. 

eFr ame (Act ime t r i ct) SrfflV^T^o^. ^fiJStti 5&T 
fiOSIft^Sm^il/t^-Sr^U-^y^t^L/S. RFRP-1 (3nmo 1 ) &£X/ 

&a*tt* (^sissg) * h u-x^u^fc hweEttrtMM- us. mm 

Rli. #Sfc«>l 2E"2o?fT->fc. *K»OjfefrkLT. !6ife£(cKIUWfe£&vC < 

•tri:<RFRP-l »$mi£WHS*St$Wfc:ifc L .711 — Vyyvm&ifi 2 BBC 
*$VvC«#lCfiTU; (£a«B^»4-S; 46. 5%, RFRP&Jj-g; 35. 5%) 

. ift.<5,<owB*»6. RFRP-i mmft&mmmTkt^ t 

[MEOfgm&lftfDJ] 
[0450] 

[an RFRP-i zmimTcD? v h ismm&* um^sssL^^-^mm^sm 
*m*tzm&&7Fi: <-o-> u&a*«*s#s. ( — a— ) i±rfrp- 1 

1 nmo 1/k gS-S-gffcitf (-■-) liRFRP-1 1 Onmo 1 /k g&-£S¥ 
<7)M.*?lVzi-XW8&$cf. mii^m±mmmm {me an±SE) (n = 4) 5:^ 
-T. ^i£«*«^*W£ib*T. Pffl#0. 0 5JaTT*4 
[H2] RFRP-1 Sr*«»T07 -/ MC#II^LfclR^4«^/l'#:/>iia^2e» 
fclB^fctSSfc^-f . BM». ( -O- ) U&WHfcKS4S. ( - A- ) liRFRP- 1 
Inmo l/kgg^fffcJ:^ (-■-) tiRFRP-1 1 Onmo l/kgf£4-i¥ 
VOL* y)\sti*ymmi&t. ffite^f^PSMIS (mean±SE) (n = 4) 
-f. * *li*S^JS*S4-P(cJt^T, Pffi><0. OlJaT"C**£fc*jj**\ 
[H3] R F R P - 1 ?riBiT<07 •/ h fctMRS-S- LfclKOJfiL'M yx >J ymSS.<wm> 

zm^fz&mz^-f. a*, ( (-o-) M&a*tt*&*«. (-a-xjrfrp- 

1 1 nmo l/kg&Jf-Slfcitf (-■-) liRFRP-1 10nmol/kgg4 
PiDJi4"f U VltJKSr^-r . tfttTOHfeimiS (mean±SE) ( n - 4 ) * 

[04] RFRP-1 (♦) *jJ:tf£WWWc (O) *I«rt*cS*Lfci*>3*#0*a»9 



(Ill) 
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